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Abstract of JP8067678 

PURPOSE: To obtain a new heterocyclic amido compound having excellent tachykinin receptor 
antagonism (especially substance receptor antagonism), excellent in safety and long acting property, 
etc., and useful as a treating agent for pollakiuria, incontinence of urine, etc. CONSTITUTION: A 
compound of formula I a ring A and a ring B are each a homocycle or a heterocycle and at least either 
one of the rings A and B is a (substituted) heterocycle; a ring C is a (substituted) benzene ring; R is H 
or a (substituted) hydrocarbon residue; either one of X and Y is a group of NR<1> (R<1> is R) or O and 
the other is CO or CS or either one is N and the other is the formula CR<2> [R<2> is R, a halogen, a 
(substituted) amino or (substituted) OH]; (n) is 1 or 2} or its salt, e.g. N-[3,5-bis(trifluoromethyl)benzyl]- 
5-(4- fluorophenylJ-r^-dihydro-N.r-dimethyl-S-oxo-e-pyridoIS^- bjpyridazinecarboximide. The 
compound of formula I is obtained by reacting a compound of formula II with a compound of III. 
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MMl] HRS 



0- ^tt-CS-$, Sfcli— £«*-N», 
CR 2 - (R"tt**«^ Any>ffiF 4 «ftg£*TL 

S&^f) £; nttlSfc»2*«t. 3 TS£n*iT: 
[■M2] AiB*±tfB!l|fl!>-**t|m*S#bTVi 

StStSSTfcSWM i E«©*fr&«. 

[■M3] ^saiJWUTViTfei^Baai^ ad 

1- j7yWvS, tHo+^H, 75/8, */ 
-Ci-< 7M^7Syi, 7^*^75/ 

X, *^**3^*»*J:tfCi-4 7^3*^-*^#= 30 
/Wbfc tmitltt 1^14 flTfe&MM 2 E*01T; 
ft*. 

mm 4] ^ama^jujg^a^jca*®^ it 

fctt 2 Mtt 5 &fctt6 A®3HMS!r?ft*ttM2 

E*Oftft* e 

MM 5] *»**SR«t*TbTViTfeJ:Vi«Kiai*t % 
Any>If, Any>ftStiTViTfcJ:ViCi.4 7;i' 

Ci- S 7^;^x5> kHD+">M, 75/ 
X, ^7-01-47^*^75/31, $?-Ci-4 7**^ 
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mm 6] Any>i^ Apy>ftsnt 
vi x ct c i - 4 7;i^;u££ £ a o y >ft $ nt v> 
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MM7] -X-Y-^-NR^-CO- -co- 
NR 1 ' -O-CO-, -CO-0-£fcte-N=C 

Ci-«7JI<*^**«f) TS**MlfcV»U5E« 

MM8] R3j)«Ci-t7**Mi-r**»*aiift^ 

L5E*0>{fc^tt. 

MM 9] n#lT**»Mlfc^U5B«©fc# 

[»*JS10] H*Sfctt**abWUTlriTfe<fc^« 
ADy>gf, ADy^^nTV^TfecfcViC 
i-JKM, ADy>ft$nT^Tt>J:^Ci-4 7^ 
3*$^ Any>fcsnT^T'bJ:^Ci-4 7^*;P 
^^S> Ci-i7S/^**5/». tHPt^Mt 75 

/a* : E/-Ci-4 7;p*;v75ys, y-Ci-^7^ 

»75/g, *;PaR*^», Ci-4 7^3*5^-*^ 

*HMie«oft;£tt. 

mmi i] «*iiw«*n?£W(cft*jK^ mn 
smmiEftoftft*. 

[mm 1 2 ] HMHi, 5 &ft\t 6 jteattjMb** 

T**»M 1 E*<Dfl;ft* 0 
[■Ml '3] -X-Y-jft -NR 1 ' - CO — > -C 

0- NR l «-*fctt-N = C (R 2a ) - (Ri>*£U?R 

2 « n-th-enakatKTtfcttCi-i 7^*^**sr> 

^l^fc«2fi^tf5^^fi6ao**SI5T. ASfctt 

6«tfn^l*fctt2«©«(aift*LT^T l bJ:< ; 
C5R^Any>H^ Any>fls$nr^T'bJ:ViC 

1- 4 7;^;nt^<ttfADy>fl:snTViT^«j:viCi-4 

7^3 * SStftlfc 1 ^VJL 3«©«a»ft*U 
TViT**^X>ll: R3W*** : F*fcttCi.4 7 
JWSl-X-Y-^-CO-NR 1 *-, -NR 1 ' — 
CO-*fcli-N=C (R 2 ') - (R la «J:tfR>*tt^ 

n* ? n**K^*fcttCi-67;p*;pa6s^r) 

tfn i T**KM 1 EftOfcftfe. 

[■Ml 5] A8l3fi(ttfUi?>ai; B5R*5Any>g 
^ ADy>ftSnTVJTfcJ:^C!.4 7^i*J: 
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i-i7***li X*-CO- ; Ytf-NR 1 '- (R 1 - 

tt i i Ettoft'&tj. 

[|*|16}N- [3, 5-bfX (HU7**n^y 
;W ^>SW -5 - (4-7**D7i^W -7, 

7-^^^;l/-8-^*V-6-tf 
UK (3, 4-bJ K>J^i?>*^**»$H. 

[f»2&Jll7] N- C3, 5-*fX (KU7**n^ 
;W -4- (4 7WU7I-W -6, 7 

-^tFD-N, 6-^^»7-^*y-5-^X 
y [2, 3-c) KU5>>*JW«*tf5F. 

[W*S18] N- [3, (h'J7MD^f 
;W -1, 2, 5, 6, 7, 8-AWkH 
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J» -i-**y-8-KUH C3, 4-c) tfUv> 
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**LTV>Tt>J:V>llHt**»SS ; X43<ktfY©-2f 
*»-NR> - (R 1 fcfcWm^*&tt«Mlt*UTt»T 
feJ:V»*ft*»3MI**-r) *&tt-0-. ■ffi#*i-C 
0-£fcfi-CS-£, ££«-#*t-N=, 
CR ! - (R»tt**K-f, Any>JS^. SttSS^L 
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V^Tt>iVi5S#a*aiT»5t&E(l)E«©fi:^». 
[0 0 0 9] (3) 3MW*«*UTV»TfcJ:V»mMI 

7A4JH. ADy>ftSnTHTtJ:V>Ci.< 7;io 
^->S. ADy>ft3ntHT'bJ:UC 1 - ( 7;i'*Jl'5 : 

7s/2k *;P3p+->^S*<tr/Ci- < 7;i'3+->-* 

50 ;k#=;VS*»6atfn&l*V»U4«T*<&lftE(2)© 
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fc^m. (4> %mmmm&mmm¥m>\z&%m^ 
mtR¥%£im#m?frzm\init^7'nm¥z i m 

(2)iB«<7)fl:^ (5) %m&mm&mi>T^T>b& 

& c i - < a □ y ><b s nx v> t t> j: v> c i - 4 

7;^^vS, Any>{b$tiT^T'bJ:^Ci-4 7;i' 

zm&ntt i fcv> u 4 at* *ttrE 

(2)C«OflS^«, (6) CjR*t, ADy>KT> AD 
y^ftSftTUTfeJzVJCx^T^^X^cktfAay 

**«rB(l)ftV»L(5)E«flMfc^ (7) -X-Y- 
At-NR^-CO- -CO-NR 1 ' -O-CO 
-CO-0-^/t^-N = C (R 2 ') - (R 1 '^ 

T) T**i9E(l)fc^U5)E«0fc£«K (8) Rtft it? 

Ci-6 7;^;i/*T»s«rE(i)^ViL(5)E«<Dfl:-& 

ft, (9) n#lT**ttE(l)fcV>U5)E*©fc# 
ft* 

[ooio] do) mmzfz\mmm&GVTtoTh 

«kViCi-4 7MM, Any>ft$tlT^Tfe«fcViC 
1.4 7^3*^ Any>>fk$nTViT , b<±:V^Ci-4 7 

Ci-B7^V^i/l, 
& 75 /M, =£J -Ci-4 7^*^75 >?-C 

i.4 7;^;i/7^ys> #;PaR*->;Mfc Ci-4 7^3* 30 
4®T&*ftfB(l)E«a{fc^ft> (11) 
Sn&Af o JK^ i 2 g^fr 5 Sfctt 6 fio 

* ft «#^SIg^^T & * tt E (D B® ©fc£<fc 

(12) N*Kft 5^fctt6fioai«afl:**S"e» 

*MrE(l)E«<&fls£ft, (13) -X-Y-#> -N 
R 1 1 -CO-, -CO-NR 1 »-Jfcli-N = C 

(R 21 ) - (R^^tfR'-tt-tn-en^sK^sfctt 
Ci-6 7;w«s»r) x&*ttrE(i)E«<z>fc^ft, 
d4) A^fcttBT^snsiiawtfiwK^ewic 

*n«H*ai*5*&tt6ji©a««ft***T* 

a d y >fl: $ nx ^ t J: c i - 4 7;i/* Ji/S^ s s 
tfnfci*fc»2a©iiai**i/TUTfcj:< ; c& 

av\ny>jg^, Any>fl:3nT^T'&<£V>Ci-4 7 
;u^;ws^J:rXADy>{i:$nTViT'bJ:v>Ci-4 7;i/ 



#H¥8-6 7 6 7 8 

;H;-X-Y-^-CO-NR l »~, -NR^-CO 
-£ftte-N=C (R 2 ') - (R^^itXR^tt-tn-f 
*fcttCi-«7;P*;i/*&«"T) ;n^lT 
fe*1l9E(l)E®©fl;£ft, (1 5) A*#eU3» 

Ci-4 7;v*JMt*«fctfAoy>ftanT^Tt)j:uc 
i - 4 7;pn * vs^ estfns i &^ u 3 a ©sms* 

£ 1 fc^L 3 ®©S&g£^LTV>Tfc<U^>i?>^ 
R^^M : P^^«Ci-6 7;V^;i/S; X^-CO- ; 
Y#-NR l « - (R**\%*mUtt1t\tCi-*7)V*)V 
S£t*T) ; *5 itf n 1 Tft*ttE(l)E*©ft:^ 
ft, 

[00 11] (16)N-C3, (hU7^ 
D ^ =^)V) 1>PM -5 - 

-7, 8-yt FO-N, 7-v^^;U-8 -^V- 
6-fcT'JF C3, 4-b) fcf'J^^M^H, 
(17) N- [3, (KU7;i/tD^^) ^ 

>5>JM -4- (4 7W07xZW -6, 7-yt 

fd-n, 6 - 7 -:**y- 5 -fi; 

[2, 3-c) eUi?>*****5H, (18) N- 
[3, (h»j7^*n^fW - 

1, 2, 5, 6, 7, 8-^kFD-N, 2, 7- 

hu^^;p-4- (4-^f*7x-W -i-**y 

-3-fcfUF C3, 4-c] k'J^W^F, 
(19) N- C3, (hU7;^n^^;v) ^ 

>i^;W -7, 8-vtFD-N, 7-i?*?-)V-5- 
(4-^^7i-iW -8-t*y-6-KUP 
[3, 4-b) KU3>>*/1***3F, (2 0)-* 

[Ik 14] 

iH (II) 



Mfcl 5] 

^-(CH 8 ) n -NHR (III) 

cst+«>E^tt«rE(i)tH*««*-r] Tgsn*^ 

^ft*fctt*OJSt&K****Ct*««tt-««rE 
(l)E«oft#»o«fi& (2 1) MtE(l)e«ofb« 

A, (2 2) ttE<l)E«0fc£»***T*2:fc«* 

[0012] Maa*, AX*J:tfBW& ^n^ns 
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r rnxsfcttiKXitj wu HAfcttOKXKTO**: 
ax*?* »ifttn»iw6iahfc^D 
i^n^«2a »*u< 2 ««r 

3r#£fctt#7?#*X3R> SfcttOOttXVro&ft:* 
«tt*Mt**ft£*j*-r. R r7?#«X3Rj ibrtt, 

hU77-;k ft7i>, 7 5X 7*7*/- 

s^x tr^i^>^cfc^^7x>s8^:^^^e>n^s 

Mo^gXfcXSS (WAtofhTU^X £5 

XfcttO OKXKT^MBtMfiP* 1 fi^tr 5£<Dt? 

So 

[0 0 13] R r#7?#«XiS$j fcUTfcfc «Atf£X 
■TOAHUEirT. KXI(T*3M*mi(7tlfl£ 
fc« 2 fi^tf 5 SfclS 6 M©#7lr#«XS&fc »WI » 5 
n^>o MAfct ASKMLTtt* fh»tHDKUy 
X ^tHofc!Uy>, Th7tHn^7yX fh7 
fc FnKU 5$?x Th7hHDtf'J^yX i^fcHn 

fc FofcT^/— ;k S?fc FP?t7i>, ytHo77 

eictr^uvx tr^^x ^ftHneu^y 

X ^s+U-t FnfcTU^X fh7kHD^7X * 

X fh^tHD^xX fh7tHD77>, 7" 

h7tHD^77-;k Th7kKo-fyf7^;k 
fh7kHDt^/-;k rh7t Fn-fy*-***/- 

A«fc awaken*. AaticwLTtt, mtuimmm. 
^haksxkf* i *fc»4 2 e^tr 6 scDi^Tf 

£ (flA«fh7t FnKU$?X ^ h^fc FnfcfU * 
^X ^K7fcFnb:uy^>3!&fc£fc£) 

BStKBJUTtt, WA^^TfiWHc***^* 1 * 
fctt2fl«&6J|03HHHKSai (HAtfK^cy^X 
fc^7^>S*fc£) fc£j&t#£L<, »Ktf^7i?>SI 
ft2#R»4n*. R raftftflrtXj tLTH flA 
tt5ftfctt6««»HICRft**ft£aBt«^6n«. fix 
«, AHIKHLTfck ^XtfX Cs-r>^D7W> 



(6) MT8-6 7 6 7 8 

i0 

fc, C5-ey^D7M> y^o^X 

tt, «Atf^>1fX n 6 fiOH 

xsbw?$u<, *>i£>mtz£immzti*. 

B^\zmLX\t. fllAtf^XtfX S^n'\*lJ->Stfc 
£©6Jl©HX»Wff*L<, tt*>v>9ummt< 

tl*. AiR^<fctfBj|lO-**t, «**£*LTHTfc 

20 X»©i*#»*L*>. R r^SSStj tt, MAOKKIK 
TpOAWfcXiW* *JM?*J:0«jra»&»2n 

«X3S («*tffc?y>?x tr^x euss>x try 

bTD-;K MJ7 

y-;k ft7x>, 77X ryv-fo <iWTV 

r7?#Ulj 3WTbTUTfeJ:^WMItUTa:, «*tf 
a? «EOAI|«J:tfBilb»^LT^T6J:^BilUI&Pllfl( 
G>t>©iWBV>&n*. R rjfftS£%LTUTfc£^7? 
#«XSRj © r7f#«^gu fcUTtt. flAlfttEO 

r5Sfctt6J|0!>#**Xatj UlOMfflv^n 

*. R r«j»*3(ruTif»Tt)j:Vi*wi#aj jwtl 

T^Tt>«fct>«ttiLTfiL fll*tf&B©ASi*5j;r; 
B8l3W#UTV5T'bJ:^«»»i:H*©*>©)WfflVi6n 
Aj«3j:tfB!lirau -*^>*>aiT, tt#*«5 

*fc«6ji©»»iwaiT»*ie3waF*b^. R rs 

30 fcf^X fcfU^vX IfU^vX tTD~;k 

y-;k hU7V-;k ?t7x>, 77 

«^tr6ao^ra*«*S8(«A«fc!U^X fc!7^> 

^ c ) * & a ( i i ) mms^wMzmnm?* i enrtr 

[0 0 14] Am. B5RT^$n^> r^JlSfcttftSl 

5U > r7?§»[*5iij r^7?#a*i!U r^^^^TK 

Vi7Jl/3^vX, ADy>ftgtlT^Tt)J;^7^ 
T^^S, Ci.r7^7$/I ^5^75 

y> 7-fe7 c ;v7^y, yntf^-;P7^y, 7W)Vt 

5/, ^>V4)VT$ SIZE) s Ci-8 7y^t*yS 
50 («*tf, 7irh*X 7u\iit-)V 
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^^7^7, X^KTSA ynkf;i/7a 

a ^*^;V7$ a yxw^y^a . mftm 

©'vroMT- ft 1 fet^L 3fc*A>WtfeJ:n 5 ft**!, 

a tf^u^A muyfto , Ci-47/p*/p- 
*;p#x;U7*/a 7***73-/. yntr 

x;u*x;v7i*/g *?)VX)V*-)\>7* 

A X*;k***x;kT3/fc£) > Ci-a7)Vu**/ 

(MX.& ;* h*^;fr;v#x;k xh* 

s/^at c 1 .«7;p^-*^x;i/S 
/W&JMfci/k x**#;i/#xjk ^ntr;v*;p#njp 
ft 2) , *;wt*-f;uK, i E/-*fcra$>-Ci-4 7;i' 
+**a;wa« **;k&;k^^ x 

WW&iWtt-f/k s?^^*^A*-f^ ^x^;p* 
;kr?*<;k&£) , Ci.«7M;^^fc;n (en* 
***x;i/*x;k ifAx^to*, ^nK*7 

[0 0 15] AaM3±tfBSW«#l/T^T'bck^ TAD 

A8U3j:tfB8*j&t*LTliT*,fcV> r«JJM|ft*bT^ 
Tfc<fcV>7;M^gj £VT\t* MtBtHD*^* 
7a/S> -has, ^e/-£fc 

«y-Ci- i 7JW75/S **JV75 
A 1**7 5 A y^Wa;> yx^7$;j5: 
£) > Ci-*7)V*)V-*)),tf~)V***sm («Atf, 
7-feh*^ x?^*)P#^**^a:£) fcitfAD 
y>IS^ <**tf, 7y», 46*. ft*ft£) 
atftifcl fcUL4fi©«jftSftWLT^Tt>J:V>C 
i-»7;WI («*tf, **;k x*;k ^Dt?;K 
-fVr/nKJk -fV:7*/k sec-}***, ter 

t-t/**fc£) ^OT^6ft5. ADy>ft 
$nT^Tfe<t^7;w^ffii<> 
;k ^nn^^K y7Wa^m H'J^dd^ 
Jk hU7;i/tn^f;k x*;k 2-^n^ex^;k 

;k ^Dtr;k 3, 3, 3-hU7;v*n^ntr;k *fv 
^ntr;k 2-h'j7Mn^^i/x^K y*;k 

4,4,4-h'j7MD^;K -fV!/*jk sec-y 
*;k tert-y***, *t>*;k *fV"t>*ik 
>*;k 5, 5, 5-HJ7;k*n^>*;k 4-hU7 
)V*U*T)V7*)V. ^^->;k 6,6,6-MJ7Jkt 

□^+«>;k 5-by7;k*o**;i^>**ft£©c 



(7) #$¥8-6 7 6 7 8 

tt«A«**;k *nn**jk ?7Wn^f*, h 
■jjrnn**/k h«j7**D^Wk x*;k 2-7 

D«f* 4 2,2,2-hU7*tDIfM ynt! 
;k S,3,3-hU7**D^DK^ -fV^nWk 
2-h'j7JPtn^^xm 7*;k 4,4,4-h 
U7Wa?fJk *fV:/*Jk sec-:/*;k tert- 

^?^ft o c i - 4 7 * fc tt j: n we© r t 

J0 *ADy>IW 1 ftV>L 3«««bfcfc©fc&W8^ 
[0 0 16] AS!:feJ;tfBSt^LT^Tfc«fcV> Tad 

y>fl:$nrv>Tfej:^7;W3*^Sj tuxta, m 

S?7;k*n*h*:^ MJ7;k*D*h* 
xh^X 2,2,2-hU7^tnxh*k 7d 
-fV7ntf**\ 7h*>\ 4 f 4,4-hU7 
Wo^h^k -fV/h^y sec- ^> 
^*^**->a^©Ci-«7^3*^X*fc 

y7/l<tD^K*k hU7Wn^h*k xh^ 

2/, 2,2 f 2-hU7**DIh*k ^D#+^ -f 

y^o#*^ ^h*^, 4,4 ( 4-MJ7;kfn:/h 

*f VAMPS', sec-^h^^ftifOCi-4 7^3 

ifi^vx^xh^ rADy>ft$nx^Tt><t^7;i' 

****gj tbT»4, «Atf;*****\ y7Mn 
/yjl^j-, h'J7Mn^wt> x^;^^ ^ 

5(? D <V?U \Z)]r?Hr, 4,4,4 

«foci-« 7;p*;^***fcttcnicttBort 

*Any >JR? ft 1 ftV>U5«ri/ftfcC!)4£WlfflS 

HJ7;>tO^^^ X^I/^, ?U\*f\r? 
<i VfuVfrtt* 7*)Vtt, 4,4,4-hU7 
)V* a a: CD C i - 4 7fr*$&*m*1t C 

nicUBo rt*ADy>iw i u 3 ®«»Lfc 
49 rAayxbsnr^T'b.fcVij ©a n y >k^ob& 

ttlftViU5<@, »SL<ttlttVib3iBft*"r. 
[0 0 17] ASS, Bi^ftt^Tfei^L^g 
HS&bTMU Any>If (MA.& 7yl 

**aa . Any><b$nT^T'bctviCi.4 7;v* 
;k h'j^oD^f^ hU7;Pta^^k x^jk 

2->*D*X^;k 2,2 l 2-hU7^*blf^ ^ 
otf;k 3 f 3, 3-h"j7>M-n7nK)k -f V^nK 
;k 2-hU7^to^f;i/xf;k ^;k 4,4,4 
so -hU7;i/^n^;k <vt*?;k sec-^;k ter 



(8) 
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14 



hU^^a^h*^ Xh^X 2,2.2-hU7^ 
-X 4, 4, 4-hU7MD^h+-X ^V7h*X 

*7)Vtt. hV7)V*n 3LT)VV*. 7 

DtfA**, -fV^DKA^*, 4,4,4 

s sja^;^*^ 7-feh+x yntr^n 

;k**->fc£) > tHn^s/^at ray*, 

fctt5?-Ci-4 7;^75 7« («*.«* ^f^75 
A X^;V75A ^Pfc!^75 7, ^^7$y, 
yXf;i.7$y^Q , *;V#+v;i/S^J:tfCi.4 7 

/i^*5/-*;k#x;Mi ;* h*->*Jktfx 

[0 0 18] Am. B8l*t*rUTViTt>J:ViJ:D#*L 

. ADy>ft$nwtfei:^Ci.4 7 
MA\i* *^;k 9uu**)W i?7)V*n 

Jk 2, 2, 2- hU7MDIf 

;k :/nfc!;k 3, 3, 3 - h>J7Moyo tr;k -TV 
4, 4, 4 - hVJJIfitnttM <t % J79-ft'* sec-:/ 

^;k tcrt-y^jpftS) , Any>fcsnT^Tfe± 
ViCi-4 7;P3^-> (fcAtf, *h*x i?7)V*n* 

hU7^D^h^>, Ih^X 2,2,2- 50 



sec-yh^>tt» , kHP*">/«, 75/ 

& ty-$fctt^-Ci-4 7;wi/7$/l («* 
tf, ^^r^y, x^7$/> yntr^T^y, v 

*f\>l/75 A S>X^JV75/fcH s C.-8 7yM 

*-?hmz. r\u¥*>w* m^i. 7vm. mm, n 

S j*Wk ^DD^^k s^jw-n^y- 

;k HJ^cm^Jk hiJ7^tP^f;K x^Mk 
2-7p«^;k 2,2,2-hU7;^pxf;K y 
ntr;k 3,3,3-hU7;^pyp^ -fv^nt: 
;k 2-hU7;vtP^^xf;k 4,4,4 

-hU7;^P^;k -fV^Jk sec-^^k ter 

fe<ttfApy>fc$nT^T'b«t^c 

*X hD7Jk*D*h*-X X^-a 2,2,2-h 

>j7WPxh^y, ^p#*-x -fy^ntf+s/. :/ 

4,4,4-hU7WP^h^X <iV?Y* 
[0 0 19] A3!££tfBSS<D«&2£te, moVi-Ttlco 

fiftttU^L4fiT*oTWK ***<Z><B»tel 

<fe£<, «jttf, APy>>f*> (0I^«> CI', B 
r, , M^f*X kHP*W*>ft2© 

»>f:r>fctt*»8LTlr>Tt>J:V*. ASt#*ifeg£*r 

[{bi6] 



a. ,pc 



*\ «^tf^f;k x^;k -fV^alfiK hU7/P# 
D^5 1 ;V^a:07\ny>fl:$nT^T'bJ:UCi-4 7;l/ 
*;«Sfctt«*tf^ h*5", HJ 7)V*U* 

[ftl 7] 



40 



h'J7MP^h^X Xh^^fOAPy 

>ftsnT^rfcj:viCi.4 7^a*^is«f. J t 

[0 0 2 0] £Dffftbfr>MS*2:LTtt. 
[flSl 8] 



7y«, «*fc£©ACiy>BHP, «Atf*?Jk x^ 

;k -fv^ntf;k hU7ji/tp^?M^Apy> 



;k hU7^*p^?;k x^;k -fy^DUMg© 
AD^>ii:$nTViT , b<t^iCi-4 7;u^;vS^^*r] 



—824- 



(9) 



8-67678 



15 



16 



tfz\t 




K+0*E*ttlMEtH««**"r. ] ft£**i!U8£ *«!§&fcoT, Ci-«7***« («Atf, *f*. 



*f*, hU7^*n^m if*, -rv 

(«Att. *f;k hU:7*:*D*f** x^jk -fv 
7nhr*fci!) **VM4/\ny>ft$nTViTt>J;ViC # 



if*. -fV^nK*fta , (4)A l *V\ny>lg 

[0021] Aajc*tt55S?s*fett#3SrSfi*ao» 

*7iX f h7fc HntfUyX Kn-*, f77- 
[ft2 0] 

H 



6 a a cx 0c & -a 

hOC Q( dx 0 . en 

H 

dlx ft **up*w*. 



Tl>Tfc«fcV>7***£ (Am&ZZfBmtfiVT^T 
7U-** (MX.I& 7i=*ftO fiitfAny^i 



T (MX.& 7^1 **fc£) *^631«nfc« 
X ft7x>, f h7hHPtfUxX fc!D-*, f 
[ft 2 1] 



-825- 



(10) 



8-67678 



17 



18 



(i) 



(ii) 



(iii) 



(iv) 




. P-. <x. 



Eve 



a 



i 



6:. <?. cc : 

E 

(v) 0^ : 



(vii) 



a. <? 

E 



(viii) J 



jK*. , EttC x-4 7^*^31 («A 

*5Mk xwk ^pt!;K -rv^ntf;^£) fc 

£*«U (ii) -C^$n*«»«Hfi*^rr-&fl:^fctt «?0 
/\ny>-f^> (MAtf. CT, Br, , 61 

*y>k x^;k ^utr;k -fy^o* 

^ «*tf*^;k HU7*tD^, x^;k -fy 
x h^->^af(DAD^>ii:$nT^T 5 bi:ViCi-4 T)V 

HIS2 3] 



B 2 B* 



tf* *^ik x^;k ^ntr;k <y^DKMffl * 

[0 0 2 2] B»*«»e*LT»Tf>J:fr«JKT 
HI; 2 2] 

BN 



6 . 



7;i/*n^^;k x^;k <iV?u\Z)VlzEo>;\u>f> 
fl:snTViTfe«fcViC J .4 7;^+>'S^T) 

[ft 2 4] 



B 5 



B\ B 5 :fc<fctfBM2fl-££teffim£^T, 

;k h'J7MD^^ xy/k -fv^amfo 
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[0 0 2 3] S&Cff*KI*. s 

[ft: 2 5] 



Atf, ^h*->, HJ:7Jk*n;< xh*->fcif 

B 1 



[ft;2 6] 



(5£f>. B'MJ, lfi5g*t'roADy> 
[fb2 7] 




[ft: 2 8] 

6- **» 



Hb2 9] 



6 



[0 0 2 4] t&3E5fc*Z>tI&S<D*T, *RptC»^UUt>^5^ 



^©tbtlt (l)B l , B 2 , B\ B 4 * B 6 *5<fct;B 6 # 

;w*;i^S («A«, *^;k hU7^o^^ x^ 
;k -f yynKiUfcffl , (2)b 1 , b 2 , b*, b 

6 ^J;^B 6 ^-^^«ffi^ 0 TADy>>fb$nT^ 
7;k*D;* h*^, Xh^a , (3)B\ B 8 *5J; 
(4)B lJ ^7y*If, (5)B 10 *tCi-4T^;VS 

[ft 3 0] 



6- 6 6*. <>• ;6 



CH S 

[0 0 2 5] BgglC*^-5>amSS:WLT^Tfc«tU3? 
#tfett*5f#»3!fgi!©|lf*tU'b©tL,T«. fllAtf 

[ft:3 i] 



OCEs 



6 



[0 0 2 6] t&EjS+, C«»MH(UI**bTV»TfcJ: 



tit 4>iiAaADy>ft$nT^T i bj;^Ci-4 7;^ 
;k hU^DD^^k MJ^ktn^^k x^;k 

2-^D^EX^;k 2,2 > 2-hU7WPX5 : ;k 7 
4? ut:;k -fy^DKM 3, 3, 3-hU7;M*n:/nt: 
;k , 75/ST«»$nfcCi--.7;v* 

(«A«, 7 5 y *^;k 2-7^;x^ 

2) , */-*fctt^-Ci-47^*;U75yaiT«« 

snfcCi.4 7M;n («Atf* *^)V7*;*=? 
;k 5>*^73/*wiv 2-^^75yxf;k 

i$n^Ci- 4 7;ws aiM**-:/*^" 
;k *^#*^x?^ft£) , Ci-4 7/io*s/*;w* 
x;p*r««*nfcCi-4 7;p*;« («A«, 
50 ^^;i/3px;wx^;k xh+->*;Wz^xfM 
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t) . k FDt^iTMSfttC i-i 7WJH 

;k ih*5/xm£) , Ci.r>*D7^t;H 
?;k v'^n'v^l/at) , ;\Dy>Rf MAH, 

*X hU7MD^h^X Xh+k 2,2,2-h 

fy-s^-Ci.47^75;i (en* 
\t. **)V7*;. xf;i.7$;> yntr;v7^y, v 
*^)VT*y. yx^7$yji^ , m«7$;s 

r- n IS £ 1 a L 3 MMs T T <fe «k v j 5 ft L 9 M 

G>st*75/sat\ **fls»ctt«jt«tfou$?/, tr 
^u^a twj/fto , Ci-4 7;p*;v-*;^# 

75 a ^u;v75/at) , 75/*;ktfx;kt* 
->S. ^;-ifctty-Ci^7;W7$y^#x 

)l>**i/& (MAH ^f;l/7Sy*;«-JI/t*y, 
XfJP7^y*Mx;^y, y^^7^/*^ 
x/fcj-**', $;xW5y*MxM*y4a , 
Ci><7;^;px;^x:;i/75yat (fl&tf, *^;k* so 
;^-jV7^y, x^*jm*x/U7S A -fu^iVTs 
;kfcx;kT5/at) , Ci-4 7;V3*->-*;i/#x;p 

S («Atf, * h^^tfxjk Xh^y*Wx 
;k ^n#+^*;V3px;k >f h*5"*/W*x*a 

Ci-.7;w*;p-*;v*x;« *^;k*j;ktf 
x;k zf^W^ ^^*^#x;pttffl > c 
>-6->^D7;v^-*;i/3px;i/ («Atf, s^d^* 
^;k&;ktfx;vat) , *jwt i MJWk ^;-*ftii 
s?-Ci.4T^*^*jP/t^^* *^;kfr 40 

;wt^-f;k x^;k*7;wtqe-r;k ^nb?^*;w^-f 
Jk :/^;kfr;kr^-r;k s*x^;w&/krre>r;k ^ 

j*3Ml/yUkfcxjk x^;px;kfcx;k 
wi^wsx^ao a£#*tfsn*. 
[0027] seic, cattt, mzte. ia»LsacD 

tf, *^;k >nn>iw, i^ktn^jk hV9 

>^at) ttfTlftSnt^T'bi U 1 ffl© 5 ^ fc» 6 50 
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R<D%wm#tet&mm& 7u;k ^xx 
;k **» % /UJk -f y****/u;k ^7\/u;k -f 
y^7yu;k -f5^/u;k bf^yu;k 1,2,3- 

**»5J7 % /UJl\ 1.2.4-***5?7 % /U*, 1. 
3,4-t*^y77U;k 7^tfx;k 1,2,3-f 
7v7y*J;k l,2,4-^7v7l/y;k 1,3,4- 
1, 2, 3-HJ7*/U;k 1,2,4- 

;k eU5S?x;k fcf^x;k HJ7^x;i,at) a 

[0 0 2 8] CSH«»r«>«»S©»*U^'b<Oi:b 
X\t. «^BADy>ftSht^TfcJ:UCi-4 7^* 
(«*tf* *^;k *nn*^;k S?7**n^y 

;k hU^OD^^k hU7^D^fJk X^Jk 
2-yDfX^k 2,2 l 2-h'J7Mnx5 : ;k ^ 
ntr;k -fvr/QK/k 3, 3, 3- hU7*tP^nK 
;^at) . Aoy>» (flAtf, 77* £*s, JU* 
fti:) . xho«, kFD+y;«, Any>ft$nt 
ViTfe^ViCi-4 7;P3^>/S (fSJAtf, *h*x v 
7;k*-o*h*x h'J7WD^^Xih^ 

2 , 2 , 2 - h U 7WDX h*X ^D#*y3S;0 . 
75 /S, 7;i/^;U75 /ST 

^;k y^^7$y^?ik 2-^^7$/X^ 

;k 2-v^^;v75/x^at*) > ^/-Sfctt>? 
-Ci-47;^;i/75ya6 ^^75/, x 

3MI/75A ^^^;i/75/, yxway^a , 

h'j7^tP^f;k x^;k 2-^D^Ex^;k 
tr;k -fy^nK^fto , Aoyyg? 7 
tt*. **ft£) *<klF/\ny>fls$nTV>T'b 
ctviCi-4 7;U3^>-3t (WA«> ^h^x 

[0 0 2 9] C»0«kDjf*l/Vifc©il/TH 
Any>lg^ (f?gA«m*, , AD 

y><b$nTUTi>ck^Ci-4 7;v^x 

;k h'J7^tn^f;k x^;k -f y^ntr^a 

£) , y-Ci-47;^7Syi («A«5?y?^7 

^yaf) , C1.3 7^**s^» (^A«7-feh^^> 
at*) ^«ttfhHn*->;«j;Datfnfciavab3« 

[<T:3 2] 
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(C-l) 

«*, C 1 , C»^J:tfC«r3:H-*&tt*»a:^T* 

if) % Any>ftsnTv»tfcj;^c i-4 7K;« 

(«Atf*f*, HJ7**n;if*, zf^ -fy? 
^Ci-4 7*3*5/* («A«*h*5^ HJ7**n 
5>-Ci-« 7***75/* («Atf*f*7£/, X 

f*75/, 5>*f*75/, 5>xf*75/fc£) , 

Ci-i75/***5/* MAK7*h*5/fcO Sfctt 
fcKn*5/****-n , £fc*4 
Wfc3 3] 

(C-2) 

Any><b*nTv»rt>±viCi-4 7***s («*.« 
*f*, HJ7**ct*f*, if*, -fyr/oe*, 

1-4 7*3*5/* h*5/, KU7^*D^h 

*5/, Ih^ 7n**5/ft« ft**) TSt?$n 

»*L<tt«A«, ttE3£ (C-l) , (C-2) \Z& 

[0 0 3 0] (DC 1 , C 2 *±tfC»#H-*fctt«« 

7*3*5/*, (2)C 1 , C 2 :fe£t;c 8 atff-££t4ffi 

HCi-4 7****, (3)C l , C J *±tfC"*«H-Sfc 
HffiSftt)TADy>If, (4)C*, C 2 *5cfctfC 8 # 

w-*fctt«iftoTADy>ftsntwfej;^Ci 

.<7A*/«, (S)C 1 , C'fcJctfC'tfH-SfcttJfi 
ftftoTAny>fls*nT^Tt><fclriCi-4 7*3*5/ 
JUS, (6)C 4 *J:rXC s 3»«BI— *fcttffi»ftoTAny 

(7)C 4 *5cfct;C 6 ^-^^«ffiS^oTAD 40 
y>fc*nTV*T*>«kV>Ci-4 7****, £fcte(8) 

ViTfe ±UCi-4 7*3*5/*T****>«>aW*JBV> 

[0031] (i)-(8)te*v>T, r/\oy>ft$nT 

UTfcJ:V>Ci-4 7***Sj tt«Atf, *f*, MJ 
7**D*f*, xf*, -f V^oliM 

£; rAny>fls4ftTV>TfcJ:VJC 1-4 7*3*5/ 
gj JiWAtf, *h*5/, MJr7**n*K*5/, ih 
*->, 7n#*5/&E; r;\ny>M^J tetfJAtf, 7 50 
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£*, cao* 6(c»*u^*> 

<D£LTJ4> W;itfg8fBz£ (C-l) *5J:tf (C-2) 
C*fr»T. (a)C l , C^cktfC^tfeJC^y*. * 
f*, -f y^DK**fcli^h*5/», (b)C<*5«fctf 
C 1 ©^-*****!^ ffi*dt^h*->S> (c) 
C l , CWtfC^ifel^y*, (d)C«£<fctfC 6 

[0 0 3 2] Aj«3±tfB»D#f^V>«iLTtt, A 
»*J:rXBill©3'6©c2"6 6^-*3WCi-4 7***a 

(eg*tf, *f*, iw, -fy^nif*ao t®& 
f * &«»i&/vf niiHPft i ®&it\z 2 <b^& s £fc 

146*016*51 Mttf, fcfU5^>, f*7 
x>, fh^t HDKU5?>, ^'JyX K*95» 

, ADy>fcShTV>Tfc±^Ci-4 7 
**** (WA«, *f*, hU7**n^f*, if 

*, ^Dbf*, ^fV^DlfMO «»ADy>ftS 
nT^T'bJ;ViCi-4 7*3*5/* ;*h* 
5/, MJ7**n*h*5/, xh*5/, 7n#*5/, -f 
V^nmo ^6Sffnfcia:^U3flC[>«UI 

ztmnm^fr ^s^Afojif^ 1 2«r 

to5*fcl46*«>»#t»S* <«A«* e>J5^>, tr^ 
f *7x>atfto t, fi^Any>g? (« 

tt*, A*tt£) , Any>ftStiTV» 
Tfe<fc^Ci-4 7***S (WAS, *f*, HJ7* 
#n*f*, if*, yntf;k y^ntr*&£) « 
J;tfAny>ftsnT^T'bJ:^C i-4 7*3*5/» 
^h*v, HU7**n^h*5/, xh* 
5/, ^n#*5/, -fy^n#*^ft» ^6»*nfcl 

14-CS-, n=, m^=cr 2 - 

"b*^|IMl:**3Mt ««»«*bTV>Tt)J:v»7S^ 
**fcl4«KUIft*bT^TfeJ:VibHD*5/*S*» 
■T) ^^To »^U<f4, -X-Y-^-NR 1 ' - CO 
-CO-NR 1 '- (R»M4**K^*fctt, «Atf 

^f*, if*, ^qk*, -fy^ntr*, ^f*, -f 

y^f*, sec-^f*, tert-yf*aff©Ci-«7* 
**S^5sR"T) , -O-CO-, -CO-O-^li- 
N = C (R 2 ') - (R 2 ^4*S§H^^^t4^A^f 
if*, ynhT*, -f y^nK* % >^f*, -f y^ 
f*, sec-^f*, tert-^f*ft^OCi-«7*** 
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&mf$tU ±r)frl£V<\*, -CO-NR 
-NR^-CO- (RWittG&n**** 
T) . -N = C (R'O - (R 2 "«t582£f^£«£^ 
f) jWB^Sn*. -CO-NR 11 — (R 11 ttU 

[0 0 3 3] g&E r;\ny>M^j ©WiUTIi, 
S^^fc #£L<te7,M^£> i/^D7MH* 

<t t u -frmtsiSifim ^ *>n. mzyj\s*)vmimm 

<te08*j;£*^;k x^;k ynt!;k ^y^ne*, 
r/3Mk -ry^^k sec-^;k tert-:f^fc£ 
1 fcl>L4 ©l«B«*fcH:»tt«©7^MI 

xx;k :/n^x;k y7nxx;k ^f^;k -fy 

;i^x;yg#m>e>n* »*u<«ip!a«, if-Jk 
:/n^x;k -f y ^ d^zM 2 U 4 o 
7JMr-M*#mtoBtt. K r7;v*x;v£j £LT 
«Atfx^x;k :/Dtfxjk -fy:/nttzjk ? 
^x;k -fy^xjk sec-^^;Pft£fl!)K*Bk2 

x^x;k ^ntf-;k >ry:/nifx;pfc£G>0OR 

Tjv^jvmi turn mx\z>>>7u7u\f.)v. 
^;k ->^no^;k ^^n^+^^^ocj-a 

jWI^Stl*. & &9U7A>*il'-7Jfls¥Mti tL 

^ft £ © C 3 - 6 v ^ n 7)\>*)V- C i - 4 7iP**»*« 

S ryu-;uSj turn «A«:7xx;k I-*? 
?\>k 2-^-^^;k 7>hu;k 7xt>hUMi? 

<tt. WA«7x^K l-^^k 2-^7^;^ 
7xz;nw$ti5. 

[0 034) 8 rj£{fc*#gS«J ^bT^Tfect^* 
**fcLTfck «Atf<!>Any>BFF («*.«, 7y 
3^*ft£) . (ii)XhDX, (iii) 
*>7/** <iv)kFn*$/;Mk (v)Cih7^3^^I 

(flIAtf. *h*>\ ih^X yn#^y, ^h* 
>\ <yyD#^v^S , <vi)Ci-4 7;i/*;i^:*s 



(14) #B8¥8-6 7 6 7 8 

E) , (vii)T^ys, (viii)^ey-, y-^h'J 
-c^jjvwa/l *^)vm a x 

;k7SA huxw=y^a , (ix)»tt75ya 

xnll^^ 1 fcV>L 3«*A/rv*Tt>*V> 5 fc^L 9* 

-*U5>A ^A^U/ftS , {x)Ci-A7)V*r)V-*)V 
10 #x;kr^y£ (flIAtf, 7ir^;k7SA ^ntr^x 
;>7^A ^U/PTS/fcO . (*\)Cx-i7)\>*)V 

x;^-;V7$;i (egAtf* *^;k*;kfcx;v75 
A x^Ax;V*x;V75/fc£) , (xii)Ci-4 7;U3 
*i/-*;i/*x;i.s (MA«> ^ h*->*Jktfxjk x 
h^->*;i/#x;k ^n#*^;^x;i/^if) , (xii 
(iiv)Ci- 6 7^^-*^#x;vx 

y - 1 feiiy - c i - 4 7 («* 
a? tf, ^^;^;w\*^-r;k x^*;w«>r;^f) , 
(xvii)Ci- 6 7;^;i/x;i/^x;i,s (WAtf, 
;V/ixx;k x^;i^x;v^x;k tf;vx;v^x;v^ 
£) . (xviii)Ci-3 7;io*>'g («Atf, ^h^->> 

Atf, 7xXJk ^h=^y7xx;K xh+->7xx;u 

[0 0 3 5] ttG r^ft**gQtj 39tffUTV*TfcJ:Vi 

30 x-4 7^3^v3t ^h^->> ih^X 

#^r5/ft£) , 7^/«, */-&rz\*i?-Ci-A7)l 

*)V7^;m wx\z. *=?)vr^;, x^jV7$y. 
v*^;i/75>\ yx^7a;^a , Ci-4 7;i^a 
*>'-*;i'#x^a ^ h^v^;v^x;k x 

h^^;v^x;k ^d#^$/*^#x;^o , 

turn tFD+^jt Cin7;^^>i 
40 (05^«, ^h^->, xh^>, :/n#=^x -ry^n 

, Ci-4 7^-*;Wx;^y« (W^t 

ftffl ^itfCs-io7U-^-*;i^3Rx;i/**->* (01 

frfe>n. »^L<«Ci-4 7;Vn^i/S (^A«, 
xh^X yn^y, -fy^n^^^) 

so tn «te r«asnrv>T*j:v>«fc**»j v>wm 
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(15) 



8-67678 



2? 



[0 0 3 6] MBS rs&g£WLT^T<&£^75/ 

Sj £Lt&, (i)Ci-4 7;i/+;i/S (#3A«, ;*^;k 
x^;k 7nfc?;k -ryyntr^i:) , aoci-47 
MJM* TttM 7nfc?:*x 
;k s (iii)Ci^7;lo*v-#;ktfx 

;k , (iv) 7xx^S, 

(v)Ci-4 7m-7ir;H (0U;t«, 4 -*^)Vy 10 

2) t (vi)Any>ft7iz;« («*.«, 

7l-Jk 3-^DD7l-;k 2-^DD7i-J^ 
£) £<fctf(vii)Ci-47^:3*S/-7xX;i,g («A 
4-^h^>7i-;k 3-* h+y7irjk 2 
-^h*y7irMQ d^a«n&l«:Vil/3«© 

ayi *3\rv7£A x^krs A ^ntf 

;U75 a s^^ktsa ^x^;kT5/fc£) fc£ a? 

[0 0 3 7] R»ilTH Ci-47^+;VS 

*^;k x^;k ^pfcrjk -fy^Dtr^&f) 



;k ^Dtr;k ^yyatrjkk^ mz^frteE) & 

[0 0 3 8] *#lttft4ttfcbTtt. A»feJ:tfBSR 
6g<0«S§3rC* <fi7W*^>tf>St fn^OSttAD 

to C i - 4 7)VZJ * ->gfr 6 g tf nfc 1 ft L 3 <S©«& 

Ci-«7^*^S I -X-Y-^-CO-NR 11 - 
NR 1 ' -CO-£fcte-N = C (R 2 ») - (R l «*5j;tf 

R 2 «ttu ^n^n*SM : F^^nci-6 7;i/^s^ 

fi^JlK K r5*fctt6MOffij|jgj tLTfc, 
«*.tffc!U3». K*S», fcTD-;k W7i>, 
7*/-;k fh7tFotf7yX tf^Uv 

Hfc3 4] 



a. gc. Ac. 
tf. «. ft. ft. cx ^ ^ 

QC 



BStiLTMU St 
MS3 5] 



[0 0 3 9] & rAoy>K^j thLTKL 7 
y*. tt& **&2tf»f6n*. BE r/Nny>{b$ 

j*^;k £na*3\>k S^iM-n^/k HJ^nn 

h'J7;^a^^;k x^;k 
;k 2, 2, 2-HJ7/M-nxWk ^nt:;k 3,3, 
3-HU7;b*n^ntr;k -rv^nt:;k 2-HJ7 
;p*n^^xm ^;k 4,4,4-hU7;k*n 

##tf&n*. r rADy>ft$nr^Tt>«fc^Ci-4 



7;i/3*5'*J tbtlt *h*X y7W 

D*h*X hU7;V^D^h^X Xh^rk 2,2, 

2-hU7;^DXh^k ^D3p+x -fy^n#* 
x ^h=^x 4, 4, 4- hu^j^a^h^x >ry 

7;wp;v*j i:UT»t ^^;k x^;k 

trjk -f y^atf;k y^;k -f y^;k sec-^ 

;k tert-7^ft£aSWlf6n«. ABttft* 

5^fc«6M 
Wb3 6] 
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^v:/n frSSfcm£ifcv>b3fia> 

^i:fcteCi-6 7;^;i/S (flAtf* x^k x^jk 
7uvm -fy^DK^ftO ;-x-y-^-co- 

NR 11 - <R l «tt**JIFr*fctt, «Atf;*^;k ^ 
;k 7nt!;k -r v^nt!^A^©Ci-«7;^;pai* 

ift*ot*if*iK (i) & mm 

OT* HS "-CONR-(CH 2 )n-" Oft&ffiftKM 
T*llttfl*J:tf/*&ttBI||OEK»tt*^>l±# 

[0040] (i) «««mu -en^Ens 

¥LB& ^^>x;^>Kfi, p-hfrx>z/W5 
>K£, /W5^>«* It U ^;i/&££<fci/x^7 U > 
■il[OJ:5a:*«ato«[^*Jf6ns*«, ens©* 

fcHj£;sn*fe©Tttfcta. *»98©fl:^4h (i) ^ft 
tt*©*Btt«A«ft*ft(ii)T«tosn**;p#>»* 
fctt*o*»*^tt*fi!)EJ6tt««»tfl:*«i(iii)* 

±«**fcC!>*fc£> E**t<3 
HMIM^*#, **^»iflsdft(ii)*fc»«©a[S 
-£*©EJfctt«**ttc*^fc*, fl:^»(iii)*fctt 
£fc#»i;LV>. ^Sttl^SOtL 
Ttt«>t«$?^^n^5/;i/* 5 F, l -x?- 
;u-3- (3-^w^y^ntf;w ajktfsH's 

Ftt£MI»&n«. Ctl6ift)Bftfflv>St*H 9 

(WAfixh^t Ho77k 
h*->x*x SlifJk v^nnpc^x i,2- 
y^DDi^X Y)VJL>. N, N — 1/ ^"f- 

WM7$ H, i?^^;i/^->h^0l-f^ 



(16) ftBB¥8-6 7 6 7 8 

75 FS, X/Wt+S'FBKtO *Tffi©#J:^. * 

OW^lOO'C, #*L<tt»0 , Cfc^L6 O'CT? 
E^Sttffton*. SKHpWHa*lft^lx9 6HfB, » 
SL<ttlfcV>L7 2BMB-e**. fls£ft(III)*fctt 

2(7 ;P75>ft£c!)7;v^7$>s, N-*^;«;i,*y 
MSttA:Mb(ii)*feid:««)tKi : e^ttLiftV)U 

[0 0 4 1] ft^*(II)OE*tt«l*#tUT««Atf 
ft, S^fi^S** MAB^W«to**», x^ 

XfJK 1 -k Fn^^>yh«J7y-^i^)XX5 L 
a? ;k N-t Fd*->- 5-y;^#;^>-2, 3-y* 

□;kr^x x^kt— «k fh7t Hd77>, v 

30 mitfcxm, 7^ f«*o *-cfft>n*. *EJ6tta 

- 1 O'Cft^Ll 2 OIC, #£L<teft0 < Cfcl>Ll 0 
0tT^5. RJ6l*IBtta*lft^U4 8KfWff*b< 
ttlft^b2 4l»|IDT»«. fc^%(III)£fcte-?-<Difi 
0«^««<fc^«|(lI)OS*ttSI*#: 1 1 

£. *atUTtt#IAtfhUX^7S>a£©7;l'* 

^75 N,N-y^^7xUX N,N-yXf 
40 ;P7xU>ftif(D3?#Bl75>S, KK^hU^ ft 

U^A, ftK***U^Aft£07;V*U^JROft** 
*«6tt£3^«VJ6n* -t©*M*ttflS^»(II)*fctt* 
©E*ttR»# i ^e^tcMU l ftvi u 5 ^t;^*, 

[0 0 4 2] (I) Sfctt-tOttWU *SC 

CDEtfoSKfto Tfiifi-T ^> £ £ *>T?# 
50 [{fc3 7] 
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(17) 

31 




Wb3 8] 

©-CCH,) D - (VI) 

itfW036*4<tfc-*ttft*4 (VI)T^$n^> 
fc^fe (V) ©RBSLtUtll ADy>If (MA 

tf, **, A*. 3-1142) 

(IV) fiaio*t7?ffl^T"bJ;W -to*. MAtf 

*M«tt2fcl/r»6fcMl/T'bJ:tt. (IV) S 

fctt^o*i^;wc»ufls^«w-L«ia:v»ui a? 
;k »*u<tti&^U5 i E;^sj6**a. aft, K 

*U9A, **IW-HJ«>A. **<fc*U9A, *HJ 39 

F, ^hU^A^h+^K, h l Jx^7a 
>> ?-fy^DK/H^7S>, t!Uy>)iWI 

(IV) fcMA«»E©2rt*7;^*U4JIW[* 7/MjU 
±MkJUKft2C«lkU £n£ft£feW-L<hE/S$ 

£Dgftaa<> aft* fls** (iv) ne;nc»i,ifcv> 

V>U 1 5 O'COEHTfrfrnSo Ettttmttfc^* (I 
V) fc£WW-L*fctt*©*©ML 

i4^L2 4«fratr*-5. 

[0 0 4 3] *»«©fl:*ft (I) Al^fh 

9 1 h o k u ^>mT»sfl:^*ttAi8*ttr y s»srt 

* S«5c®6fc*rt- £ 2 K «fc 0 ®iiT# * 

EJSJ4«*fl!>*ttlrJ:DWSSn-6*i, fc£Atf£«a 



(WF8-6 7 6 7 8 

32 

ft, /^7^AE BA^?^*/*. A^s^AfiSKA 
U*A. A5^A&*ft2(D/^^A«ft, 
*4r/k »fcxydr;k 7^-x^Jk «K-y^ 
4£OXy^;M»«tft23Wifc«f *£«Oaft» 
«*TfT^n^)o »ft2UTfct WAfcEj**/-^ x 
*/-;k :/DA/-;k -f v:/n/v-JHfc2©7;u 
a-;Mfc fh7tFD77X s?**i*>fc2<&x- 
»Kx^;^2oxxT-^aft2*^T?ffiffl 

$n^. Ej£it£te0 , CftUL2 0 0 , C* #*Ktt2 

ot:fcv>ui i otrrfrfcfcn*. aasrattafto. 

«• K*tta««£rFlcffftton*3MWfcJ:OJ0ffiT 

(sftv^ui oMffi) fcf?fct>n*. ««offiffla«« 

ft©««fcJfcD fl^fe (I) iC»LT 

0. lftULlOX (w/w) Z.tlh$mnl5 

[0 0 4 4] AS^fh7t HDKU^>»7? 

(5t+* QMHIft*LTUTt>«t^7K^»* 
L' ORIIS (L' ttL2H«©t>®Wfi^&n*) * 

jfif. ) T?«t>sn*7;v*;WbJBtKiK**TBaRitt 

fcU *^T^(DE9ffi^a7C^{C#-r^a:lr<fcoT 
*>Sjg-?#£o BB»K^O*»T«V»6*l«7***flS 
JBQ-L' tlTI*7M>©A7>fH (MAtf^ny 
F> yna h\ 3-^>fFfc2> > MlXfJK 
ttXW>IXXfJV (MAti*£>x;M**--K p 

- h*x>x/wt*--K *><>x>wt*--hfe2) 

fc2jW§H6*U »C7^*;PA7-f F*tt#A/«8U 

&n^. 7;u*;pfldB©M««j»*i^fc#i/Ti 
ens. *E/&teaft, mm*xftizt>tiz. mmtv 

/W-;kfc207;V:3-;MB, rh7kH077>, v 

***>fti!©x-x*» »ffix^;u42(7)xxx;i/ 

U2 0 010, »*b<»2 OlC&Vibl 1 OTCTfffcfc 

[0 0 4 5] 3^<UT»6n*EaWS"rh^kHoi;U 

ffl^Ttrftton*. ^a:A«> **<fc*9*^h>J«> 
A> **ft*»>*U^^ **ft*">*3E«, v7/ 

a, **ft:7;i/5 x«> a u rv&uEzm ^xnu 5 c 
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t«tT?#*. sj&aaoxiMa- 1 o ot;fc^u4 o 

UKl^llOlt, »SKttlftV>L-2SiT 

[0 0 4 6] corarooassSTtt, {t-&fta«is 

**KW**KT*«T*»&H:» 5£ Q-L' <st 
+ ©E*l*ltEfcPWWI«:*r. ) T«to«n«7** 
MldBtfflV^ S*K*fcQ**»AUfcfc£ft*1» 

(IV) fc (V) OK«f:J;«fceft (I) OSiSti^S 

;V (E. A. Prill) fc, *-#x y £ ->>ir->-X (0 
rganic Syntheses) , ^*B2#, 4191 (1957 

[0 0 4 7] MROftM (I) XS^tfY 
©3 CS-T**fc£ftl;k 

LTttHAttEStfbUX D~y> (Lowesson) ftHfr 
u*?>. ^nn^K fh7t HD7 

5^;rao, Rj&ia&te2 otsfc^ui 2 o*c©«es 

[0 0 4 8] JR±©*ttT»JSSnSflS^ft (I) £fc 
(Ci-e) 7*3*S/S*«trilft. &B 

SIK MAH i?9U)V*9>. ^nn*K E9£fls 
m. K<b***ft£) 2 orft^bs or, *f 



(18) 1$g§¥8-6 7 6 7 8 

* u < \*fft o rfc v> u 3 o r-efrfrn, =*fls***© 
««*iffiR7^3*^*i«R:»U *?>lftv>Llo 

*fl;£ft (I) *fctt*©«*tA«, BaUSitfCSTC 

S\ >&m\z£ o cn*7;v*;Wb*fctt7$/;wbEiS* 
fr5c&fc£D* *n-6n7;w3*->*fctt7^;i/** 

MtL& *9S—M x^/-;k yn/v-Mt* 

0>7)Vu—)Vm. V* h^X9>. v^1f>, fh 

7tHD77>3i£ox-f;vs> 7*fch>fc£<oyh 

75 N-^HHUX fcTU WJX 

n, n - ^;i/7x u yu zo&m&m* «**u* 

A, *BMfc#U*A, 4dMtf-hU9 

Aft £©««*£) flMWETfc. ««»**l/T^T'b 

h\ Kft£) , tlBKxxx^*fcttx;P*>» 

xxfiv MX.12. K p-h;i^x> 

a»- i ot:^viLi o or, »SL/<tt»ot:tt^u 

8 0t:T^^. cn67;V*JWt:a<!!>«£ffl»4K»7x 

/ i €;n:MLfi l 1 5 ^ » 

*L/<ttlftViL3^a«T*-5. E«WfWt*l#l 
5»IBa^U2 4»n» »^U<«3 O^H^Vibl 2 

[0 0 4 93 7^^fl^»4Bfa©*^#>«*fctt* 

H«fcr>TfeSS:S*t, a^tt ^>if>, h 

;i/x>, x^x— »ixf;K puativvi^ 

V9U)V*9>. *?**V>. fh7tHD77>, 

75 KB, 3fW75>«ftffl ^Tfr^tl, SiS 
^ hUx^;U75>54f©3»75>& tfU^>7^ 

dfo***7S>«^£) *#A*2:t«)T**. 

ft, 8A7-f K («Atf, ^DUH, ^D$K) a£3W 

ffl^&n*. c n e 7 v^so©^ m\m&7 1;- 

50 Ull 5 0t, ^Kttftl Ot^t 1 0 
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1*3 0»B&Vil/6BflB-e**. 
[0 0 5 0] H±o*«Tfc^«(i)*qHifl!>«MITl» 

znzmt, nmzfc-DT, mMtmmm 

*>a.r>K, TH>S, . ft 

MJ 02*. *MJ*Afc£©7;kbU£ 
JR. #;k>?A, 7^i/^A^^7WJ±S4 
JR % 7;l^x*Ai^tt7>^*Aft£) Sitters 

»JS», eaUX x^/-;kT3X vx*y-;i/7 

*&ttN i N , -v^>i?;UX^k>i?75>^£) fc£ 

[0 0 5 1] *»9Hfr&ft( I )*&tt*©**WS« 

&»fc»ir^n*jB»(ii)*&H:*©<a©ttitt*aT 

Py/t«^g4 7 2 1 1 6§ (1 9 9 2^2 £ 2 6 

zsBmmz^>v>m?&z-i6&: (ii-d 

Mb3 9] 




i,H (II- 1) 



^>tr>^ (AStfc^tfBSTgsn* 

ttttBfclW****. J t9fb*n*ft**o*«tt 
*, A»*SVittBSB^«*»S^tPft:^* (II) 0£ 
&lC3ET££o ^CD<fc5^ (II- 1) CD^atttUT 
tt, «*tf3-ny^&!H»*4 2 1 4 5 6^ (19 
9 1^4^115^1) , 3-OyAM#fS354 
9 9 4f (1 9 9 0f2^21BM) * B-Uy/V& 
H#*t3§4 8 1 3 8 3§ (1 9 9 2?4^22B^ 
PCTaiR4iilS^W0 9 1 1 2 2 4 9^(19 
91^8^22 B fc-S* 
(II) tr^^T, All*,fctf/*fcttBil##*»»T 

**fls^«tt, «tn«c#jsr wis^jstcS 

[0 0 5 2] (II) «MMlTUTfei<, 

!Hi6©*il/tlt MAtfMM («Atf, got, U 



(19) 4$PB¥8-6 7 6 7 8 

*-COOHft20tttlt*l/TMl^ ftttttS 

^«>A&£©7;P*U*Jl*fctt7^*y±S*JR. 7 
>*X7fc£) SfcttffWIUI <«*.« HJXWP75 
>fc£<BhU-Ci-a7»*;P73>fe£) 

73 y un*. ^Atffi^s^b 

TViTfeJ:ViCi.6 7;^;v*;v#x;i/ M*tt 
s;k jWW&JMfejk xwk&;w$:z;kk£) , 7 

;k 7*D^;kk£Wfl^&n*. nn£a>©ft&<i:L 
Ttt, ADy>IT (Mjfctf, 7y», 3 

, Ci-6 7;v*;v-*^#x;i/ * 
«Wt>/Mte:/k xww&/Mte/k 7^;kfr;i/#x;i/ 
tea . xhnsfc&wa^&ft, mycoftaifti) 

50 [0 0 5 3] *^#*^HO««Stl,Tlt HAtf 
«*k***UTViTfecfcViCi-e7;U*^ («^t«. ^ 
9-M X^;k n-^DWk I-yDtf;k n-^f 
;k tert-^^ftO , 7xZJK hu^;k ^u;v 

i- 6 7^wwz^ ^;p^;k 
;i.3px;k x?jp^;v#x;k ^^;P*;i/3px;i.^ 
O , -hDi^^iv^n, S^SoSfii^ViU 

«, ^^Jk x^;k n-^ntf;k i-^ntf;k n 
-^;k tert-^y^ftO , 7xx;k Ct-io77 
(MAH ^>y^ft» > Ci-*7;^Jkfr^ 
*x;i, («^t«, 3^;i/^;k pc^*;v#x;k 1^ 

tf, ^>X^*^*;v#x;^a , Cr-io77;w 

if) , tf^x;k 77z;k ^u^ttStffl^sn*. 

50 j&ft. A*, 3£*fc£) , Ci-e7Jl/*;k 7x 
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[0 0 5 4] «»3l©Bt55^fetLTe. ^ng 

v>. N-jt^H^^WIS^R^hySA. 
n*fc£» (I) ft, flAtfWfcig.. SIS. f DThif 

77-f-4 £©a*©#*¥ae ± d ¥B. «s-r s c 
t^Tfr-s. i><iTt6n5fc^» (i) t>mm#-c 

[0 0 5 5] 

Pimswiu**) s#fHHtfra«*u *o 

•SttW<B*iUTJfefe-C*S. fcftto (I) tt#7" 

©£*»T*D. -JttDlt*«©5'5SP. =a-n* 
= >A (NKA) . *^h = >«fiTHa-^!/?l* 
(CGRP) ft£*^Tf*C-7r^n- (C-fibe 
r) tURttlcMftU **l6©l»JHtti*R'V/?F* 

»«s*»(lMtti/T»6nTv»«. (i) (d; 

©MnattftaaNMMt*. 

m \z&n< tmz. *ns. s p »*>«*<!:#*«©*« 

jb. mmjaum. 

nfesp*t2*=i-n>tcst*flisseA5ii. * 

ttttfeJ: 0 jS«an«:S P4^©*«Fi:*£EJ&&8 

-lfi*CfcB*l/TW5i;#A6nTV»* GBR:? 
>r S^ns**.^ k^o.— X(Physiological Review 
s), 7 3#. 2 2 9-3 0 81 (1 99 3^56fr) . 5? 
* — i-)V t-h/Sy? 7 7-73 0-/- 

Oournal of Aotononic Pharnacology), 1 3S. 2 3 
-9 31 (1 9 9 3 4MKff) ) . ftoT. «nfcSP§ 

##»aff«ft«-r***9i©fl:^ii (i) sfcia*-© 

ttftAtt («A«. T^X. 5?K AAX* 
-fx. t>->, tys?, -y-;k thft 

(«*.«, 7Mf-. ftJtft. aji^x. ft*, «£. 
IMfiBft. «ft. Aft. Ua-YfllW, £«&Blg5 
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ft. #ffiJgSE. £5Stt®rt;!5E. «Mft. K&ftfei*) . 

mrk. fis*. mm, mm* *. ssc +««**© 

Si* («*.«. 7;i^/Wv-«fct*) ) . iBfcgifet 
<flX.«. 3fi«tt«giS. »*tt*Mft. 
» . "Btt. *JRMt («*.«. WR. fli**fc» . 
SiRS^S («*.«. K6£. KJaff. -Wte. 
43 **«**»«&£©*». teS3S£LT*rffi-e 

iff [0 0 5 6] *5&9!©fl;£r8j (I) *ifcl«-©*ft!ME 

©EjgiBtuTfflv»s«-&. as[©«a^wt«F«an 
ass*, mm Mia, x>y>, as. e«. m. 
mnwyj*. u>R*;vv"7A&t*) . <g^ss («*. 

-x. tHn*->7*oli;^n-x, ISS-fe^n- 
X. 7;V¥>K. #'J fcM^Kny H>fe 

£) . 9fRM {MxaXr7U>i, Xf7U>KT^ 

;p»i*fcttaitS!i)a:t*©jgjiTigD«sfc«#iSn«tc 
*±«=$Riii*-€-©ia©as. a#;i— k e«> s# 

©^*t*lC«fc^TfcSft5#. «9Atf»SS#©*A 
Sl#«CSP«tc8#-r-5«-&, 1 BSfcD^aikgafe/S: 
Dft^-ft (I) *fcJ4*©«tUTttO. 0 0 5*ViL5 
Ong. »*U<»4tt0. 0 5^V^L1 Omg, 3&tC#£ 

u<tt»o. 2av»U4«*i Biftv»U3ii»c»iM9: 

[0 0 5 7] ETFIw, *^?^©ft;^i» (I) ^fctt-t© 
Jfi©lll313»»S*-«afelS*lcr)l»Tffi«W-*. 

b h 'J >^»WiB ( I M— 9) »6©5»»fe«^fe 

•?—J3Uh (A. Margaret) C^&U^o.?— 
3Dy- (Molecular Pharmacology) 4 2i, 4 5 8H 

(1 9 9 2*»fT) ) 6©^rtS*aa6UTfflV»fc. S« 
#Bth'J>^HBBS (IM-9) J:DMl>ft. I 
40 M-9«BE(2X10 5 cells/ml) 3 B El* 

it (1U? hJW bfc*. 5 0 0xgT5#f8B8<k£frV> 
8IB^ W V Y *%1t. % 6 tilt* V v V £ »J 

(7D- ^^^h'J-tt, CAT. No. 2 8-1 0 3- 
0 5) Sffl^TlBitm 3 0ilO12 0BMlftt 
h'J^A. 5«M*fl:*y 2ng/«l+ ; EX^5 1 
>. 4 0ng/ml/t>'h5->>, 5ng/ml*7.*^5 F 

>, o. SauyjL-jv^^jvxjv^-^yjv^-^^ 

H. lmMX^U>5;75>Bgft»i£-&tr5 OiMh'JX 

•m&mmm (ph7. 4) ■pT#'jbD>-* ; eyt 

50 -f If- (=¥^T?* ttineiialika) ItM, H-f^D Srffl 
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tf>T*»U 4 0, 0 0 0xgT2 0»B3S*bfc. ft£ 
£ 3 0 ml 0>±e««»ET 2 t 
LT*« (-8 010 ##Lfc„ 

[0 0 5 8] dtf>gr&£0. 5mg/mlO*>/^»g{C 
tt*J:3ICE£a*K [5 OnMHJX 

(pH7. 4), 0. 0 2%qrfat*7)V7$>* 1 mM 

X3^X 4 Oug/ml/ti/h^v'X 3mM&ftT># 

» iciiu i o oumm&z&izmmLita 

JK 126 I-BHSP (0. 4 6 KB q) fcfcjDA, 10 
0. 2mia>E£g«fc*T2 5t\ 3 0»KKS*&. 
#*&SW££*te2x 1 0- fi Mtofc*<fc5K1*:/X*> 

xp£gsaDLT#fcfco K*a, -fe/wv-^x*- C2 
9 0 PHD, y>7Uy^-x^/nv---f>ri-# 
> (Cambridge Technology, Inc.) ttfiL * 
BD £ffiV>T* 9J7S74fr9— (GF/B, PyhT 
> (Whatman) &«, 3KBD ±fcftaatilUTE*ftflt 
jfcU 2 5 0ulO0. 0 2X^j|li*7^5>**tr 5 
OlMhUXtOUHNK (PH7. 4) T3§ftfU 

usias (i csoAD tiTnMT«wi/fc au . 
s i »*, i Eff ofc»*ft»r. • u 

T) 

[0 0 5 9] 

30 



ftffi¥8-6 7 6 

4? 



WRfcfttt I Cso (nM) 



1 


0. 


0 8 


2 


1. 


1 


3 


1 4 




4 


2. 


5 


6 


1. 


1 


7 


0. 


2 


8 


0. 


1 7 


9 


1. 


2 


1 0 


3 3 




1 1 


0. 


2 


1 2 


2. 


8 


1 3 


0. 


0 8 


1 7 


0. 


3 1 


1 8 


0. 


3 6 


1 9 


0. 


9 4 


2 1 


2. 


5 


24 


0. 


2 


2 6 


0. 


0 5 


2 7 


0. 


1 8 


2 8 


5 




2 9 


0. 


6 


3 0 


0. 


1 


3 1 


0. 


3 3 


3 2 


0. 


0 4 


3 3 


1 6 




3 4 


2. 


1 


3 5 


0. 


3 5 


3 6 


0. 


3 4 


3 7 


0. 


6 2 




n 




40 


1. 


8 


4 1 


1. 


1 


4 3 


1. 


0 


44 


0. 


24 


46 


26 




4 7 


0. 


2 


49 


1. 


3 


50 


0. 


4 


5 1 


2. 


1 


53 


0. 


1 5 


54 


0. 


4 



8 
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5 5 0.7 

56 0. 34 

5 7 3. 8 

5 8 0. 7 2 

5 9 0. 1 2 



^EJl^y hggTCDA^»<'» (capsaicin) ggya 

[0 0 6 0] "<>h/T/Hf*— A (Pentobarbital) 3 
5mg/kg£SIKrt (i.p.) S^lT^yh (Rartle 
y seftift^yH (n = 6) tMKU felfcfls 

^tteiMtA tt.v.) 5#«k:. a^tM^ 

> (capsaicin) (15 0/ig/kg) tX/OX^fe 
* (Evans'blue dye) (2 Ong/kg) Oii$i.v.S# 
LTE££gjgbfc. 1 0dMllCllliUT*miC«M 
U IHMUQ&3*tt* (saline) 5 Onl£ 

T> 7*h>-0. 3X*«±hy*A (7 : 3) gfc 
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lBl€jDitTl!tett«U «£«k0 Evans'bloe 
Lfco W^2 8 0 0rpMT5»mj»*frl/fc«, ±* 
06 2 OnmTOEJtSSSISU, Evans' blue £56ftL 
fco Jh*ailttnitS«»AV«ttU (g) fcfcOO 

Evans' blue ft (u g) T*U £»&T<£|gft3Sm 
tt. KTOSC^aViffl*!!* (K inhibit ion) £JffflLT 
Ifffibfc 13*2] . 

Hfc4 0] 

/ A — B \ 
10 % inhibitioo= 1 — - — x 1 0 0 



g) 

B : *y^-r->>#a#POEvans'bluefe*ft (jig/ 
g) 

C : 3>hn— ^©Bvan'blueft** (/zg/g) 
(MB 
[*2] 
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43 



44 



(.mmm no) 


mm ao 

■g/kg 


(K) 




i 


0. 


03 


7 6. 


1 


.7 


0. 


1 


7 1. 


9 


8 


0. 


1 


6 4. 


9 


13 


0. 


1 


7 6. 


*** 

1 


1 7 


0. 


1 


5 1. 


5 


26 


0. 


03 


4 6. 


2 


2 7 


0. 


1 


7 4. 


0 


36 


0. 


03 


54. 


±± 

3 


39 


0. 


1 


67. 


9*** 


4 1 


0. 


1 


4 6. 


9 


4 9 


0. 


1 


6 6. 


7 


50 


0. 


1 


5 2. 


2 


5 3 


0. 


1 


5 9. 


9 


54 


0. 


1 


48. 


3 


56 


0. 


03 


5 8. 


1** 


57 


0. 


1 


51. 


4** 


58 


0. 


1 


3 5. 


2* 


59 


0. 


03 


5 5. 


0** 



fy^KDannett)lf : *jK0. 05, ** p<0. 01, *** p<0. 001 



CS2] (i) SfcfcK-offi^fll 

[0 0 6 1] 

mmm *&w\$. zwzT&omrm, %mmxm 

tilte* $#i5L&^$§£teTLC (Thin Layer Chromatog 
raphy, »l^D?h^77^) K^SSSrFfcfTfc 
tilt* TLC««£*5l>Tfck TLC^U-htLX^ 
)V9 (Merck) &SO6 0F 2 5 4 ^ mgmmtlsXtiy 

6 0 (7 0-2 3 0^yya) *JBV>fc. 50 



NMR : SfflfflPW*'** h/P 
E I -MS : raHNMHttrXI* 
S I - MS : -^^*>Kfi##rX^ b)V 
DMF:^fWM7$H, THF:fh7kHD 
yy>, DMSO : Hz : ^ 

y, J :*y?V>tf1Z.9L, miTiW^yK q: 
^J^-;K t : HJ^WyK d:^yK 
b:-»^K b::/n-F, likerigfcl 
[0 0 6 2] 

N- C3, (h'J7^*n^W ^>s?;M 

-5- (4-7M07X-JW -7, 8-ytHD- 
N, 7-^^-8-^V-6-^UH [3, 4- 

5- (4-7WP7xr;» -7, 8-vtKD-7 
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-*^;V-8-**V-6-b:U H C3, 4-b) fcfU 
9>*Mfi>Wt (#%«!) (1. 50g)CD^>if> 
(7 Oil) SaSfctfiflS?*^ (3. 0ml) *5£tfD 
MF (1«) 4HiA. 2«fWJffl«BB»Ufc, 
U a««Sr^**>T«»^ THF (4 0ml) 

^©1S«S:N- [3, 5-tfX (H"J7^* 
U*7M *>VM *3 L )17$> (1. 80g) i«k 
tfhUX^7^> (1. 4 Oil) 0THF (4 0ml) 

mtizmz. au&asT, 5 st*&s 
(0. 8 0g) tvxazti 

MA 211-212T: (SRXf^-X^X-f^ 

NMR (2 0 0MHz, CDClt) ppm : 2. 83(3H, s), 3. 
67(31,8), 4.25(lH,d, J=14.4Hz), 4. 85(lfi, d, J=14.4H 
z), 6.99(2H, t-like, J=8Hz), 7.13(lH,m), 7.37(lH,m), 
7.50-7.54(2H,i), 7.55(2H,s), 7.850H.S), 8.94UH, 
dd, J=2.0,4.GHz) 

7U*#*T* CasHi.NiOiFrfcl/r 
M** C, 58.U; H, 3.38; N, 7.82 
ftMtt C, 58.03; H, 3.34; N, 7.72 
&mM2* 3Q>fc&m\*. 5- (4-7WD7IX 
M -7, 8-^hHo-7-^-8-t*V-6 
-fcf'JK [3, 4-b) t»Jy>*M>Kt, 

[0 0 6 3] ^£^2 

N— [3, (hU7Mo^f;w *>5*JM 

-5- (4-7WD7iX;» -7, 
7-*WI<-8-*+y-6-trU F [3, 4-b) tf 

Hjft 2 i 0-2 i 2t: w^y-^-^nn^^> 
-sKx^w^iea) 

NMR (2 0 0MHz, CDCh) ppi : 3.2K3H, s), 4. 
55(2H,d,J=6.2Hz), 6.98(2H, t-1 ike, J=8.6Hz), 7.25-7. 
45(4H,m), 7.76(2H,s), 7.84(lfl,s), 8.52(11, Mike, J 
=5. 8Hz), 8.63(lH,dd,J=2.0,4.0Hz) 
3£&£0?3 

5- (4-7MD7xXJW -7, HD-N 

- (2-* h*>"*>^;» -7-^^-8-^V 
-6-tTUF C3. 4-b) Ey$*>*/l**tf5F 
MA 2 5 4-2 5 613 (**/-;U->?*nn;**> 

-iax^w^sea) 

NMR (2 0 0MHz, CDCh) ppi : 3. 54(3H, s), 3. 
77(3H,s), 4.34(2H,d,J=6.0Hz), 6.80(2E, t-like, J=7. 6 
Hz), 6.86-7.00(4H,m), 7. 20-7. 32 (3am), 7.37(lH,dd, 
J=4.2,8.4Hz), 7.50(lH,dd,J=1.6,8.fflz), 8.77(lfi,dd, 
J=1.6.4.2Bz) 
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Ttmftftm Cm^oNsOsF • l/4H 2 Oi:lT 
ftJttt C, 68.32 ; H, 4.90; N, 9.96 
&MI C, 68.31; H, 4.84; N, 10.18 
[00 64] £36094 

5- (4-7Wn7xZiW -7, 8-vtHo-N 
- (2-* h*v^>vJl/) -N, 7-^^-8- 
**V— 6 — tfU H (3, 4-b) KUS^>*A**# 
^ F 

jt»«3T?»fcft^* (1. 2 0g) , **flrf-HJ»> 
20 A (6 0%ifttt) (1 5 Omg) , DMF (5 0ml) (DM 
£*«MT3 0»IMHtft. BVfc*?)V (5. Om 
1) *HIA, gflT4W$J€L «ft*«£U 
a««fcB«x^ftHiA&. £©B*fc***U ft 

s«K$e*"r«)i:«Hft;^«^«eiss a. 1 

Og) tlsT&*>tLTzo 

MA 1 5 9-1 5 01: (**y-;p-x^x— t)\ 

NMR (2 0 0MHz, CDCIs) ppm : 2. 74(3H, s), 3. 

67(3H,s), 3.77(3H,s),4.38(lH,d,J=14.8Hz), 4.680H, 
20 d,J=14.8Hz), 6.46(lfl,dd,J=1.6,7.4Bz), 6.78(lfl,dt,J 

-=1.2Hz,Ji=7.4Ez). 6.82(lH,d,J=8.2Hz), 7.04-7.30(4 

H,m), 7.42-7. 56 (2fl,m), 7. 59(lH,dd, J=1.8,8.4Hz), 8. 

92(lfi,dd, J=1.6,4.2Hz) 

7C*#flrffl C 25 H 22 NsO s FiUT 

»*« C, 65.59; H, 5.14; N, 9. 7 4 
C, 6 9. 2 3; H, 5.12; N, 9.75 
[0 0 6 5] SU6W5 

N, N-tfX [3, 5-tTX (h»J7^tD^fW ^ 

>i?M -5- (4-7WD7I-JW -7, 8-v 
30 t Hn- 7-^^-8 -sMrV- 6- KU F C3, 4 

-b) fcfU^>*^#*U-5H 

5- (4-7WD7zXW -7, 8-yhHD-7 
8 -**V- 6 -fcTU H C3, 4-b) fcfU 
y>*;WWS F (#%0U-7*S2Iig3) £DM 
Ft, **fc*HJ*A#ttT* *flS3, (h 

MA 252-254<C (iiXf^-X^X-r^ 

4? NMR (2 0 0MHz, CDCh) ppm : 3.67 (3H, s), 4. 
32(lH,d,J=14.6Hz), 4.37(lfi,d,J=15.4Hz), 4.67(lH.d, 
J=15.4Hz), 4.75(lH,d,J=14.6Hz), 7.03-7.28(5H,m), 
7.34(2H,s), 7.41-7.67(3H,m), 7.75(2H,s), 7.91(lH,d 
d, J=L8,4.2Hz) 

7tm#mm C.^oNsOaFufcLT 
ff-Wtt C, 54.48; H, 2.69; N, 5.61 
^SW C, 54.67; H, 2.59; N, 5.78 
[0 0 6 6] ££016 

N- C3, 5-£X lhVyfr*U*9-M 1>&M 
50 -3-£nn-5- (4-7Jl/tn7x-JW -7, 8 
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-vt KD-N, 7 - z?*T)V- 8 - - 6 - hf U 
K [3. 4-b) fcfU^>#Jl'#*i^K 

>:»KX^ (1:2) -(ItxfJHWxf^: 

*9J-)v (95:5)] i;«i»iafii^ asj© 

»H»6IHflS«tt3Qit«fil6Ji (0. 16g) thX% 

-?it*&iniM) 

NMR (2 0 0MHz, CDCh) ppm : 2. 83(3H, s), 3. 
65(3H,s), 4.25(lfl,d, J=14.4Hz), 4. 84(1H, d, J=14.4H 
z), 7.01(2H,t-like,J=8.4Hz), 7. 12(lH,m), 7.34QH, 
m), 7.47UH,d,J=2.2Hz), 7.55(2H,s), 7. 85(11, s), 8. 
82(lH,d,J=2.2Hz) 

5c*»»« C 2 6HirN 8 0 2 ClF7 • l/4isoPr 2 0 

tvx 

MM C, 55.29; H, 3.46; N, 7.03 
ftHtt C. 55.47: H, 3.67; N, 7.05 
E I -MS, m/z : 5 7 1, 5 7 3 (M + ) 
#C©£B*»&N- C3, 5-tfX (hU7WD>^ 
M ^>PM -5- (4-7^D7x^) -7, 
8-ytHD-N, 1 Z-ttV-S-K 

>jf C3, 4-b) t;us;>*^#**5H«t«feiisa 
(o. 3 0g) tUT^^nfc *ft«ttottafi:¥B 

[0 0 6 7] ^&£#)7 
N- (3, 5-tTX (h'J7^*D^fW 
- 8 - (4-7R07xXJW -5, 6-ytHD- 
N, 6-^^-5-t*V-7-t;»JH C3, 4- 
b) fc?7y>*mit5 H 

8- (4-7M0 7xXW -5, 6-^tFn-6 
-^?*-5-**V-7-KUH C3, 4-b) fcf5 
$*>*^#>M (#^092) (2 0 0mg) , THF (1 
0ml) , ittft***U^ (0. 2 0b1) fcitfDMF 
(MttS) CDfi^«$Sfi-r3 0»ra^^*-fffc. «IR 
^fiU Sfftl^THF (10ml) fcflWLfc. £<D 
WK«N- [3, 5-HX (hU7**O^W 
$?JW ^)V7^y (2 0 0mg) Ss.fctfhUx^TS 
> (0. 5 0ml) OTHF (10ml) SBKtClJD*, g& 

Tiiw*e**fc. »j«£S*u ssiwcftKx^ 

l^7A^o7h^77>f- (»Kx^;W 

t«w«es (i2 6«) tbtsent. 

«j& 220-222t: (9KXf^-X^X-f^ 

NMR (2 0 0MHz. CDCU) ppm : 2.81 (3H, s), 3. 
68(3H,s), 4.38(lH,d, J=7.3Hz), 4. 75(lfl,d, J=7. 3Hz), 
6.98(2H,t-like,J=8.7Hz), 7. 25-7. 40 (2H,m), 7.59(2H, 



#&@¥8-6 7 6 7 8 

s), 7.86(lH,s). 8.84(lH,d,J=2.0Hz), 8.860E, d, J=2. 
OHz) 

7C*#«Ht C 2 5Hi ? N4 02 F7tbT 
MM C, 55.77; H, 3.18; N, 10.41 
^fflfi C, 55.81; H, 3.22; N, 10.33 
[0 0 6 8] £SE0|8 
N— (3, 5-tfX (hU7**D^fW t>5?;W 
-4- (4-7WD7XXJW -1, 2-ykHD- 
N, 2-^^^;U-l-^*y-3-fcfUF [3, 4- 
c) fcfU^>*;P#*1J-5H 

4 - (4-7W0 7xX;W -1, 2-ykKo-2 
-^-l-**y-3-KUH C3, 4~c) KU 

i?>*)Vtf>m m*m3) tn- C3, s-ifx (h 
ma 1 7 9-1 8 it: (»ix^-> fvyotr;px 

NMR (2 0 0MHz, CDCh) ppm : 2.82 (3H, s), 3. 

60(3H,s), 4.27(lH,d, J=14.6Hz), 4. 80 OH, d, J=14.6H 

z), 6.95-7.35(5H,m), 7.55(2H,s), 7.85(lH,s), 8.67 

OB,d,J=5.8Hz), 9. 68 (IB, s) 

TC3t#«ffI C26Hi 8 Ns0 2 F7 tLX 

MM C, 58.11; H, 3.38; N, 7.82 

£MH C, 57.96; H, 3.44; N, 7.61 

[0 0 6 9] $mmv 

N- [3, 5-tfX (hU7^*n^fW 1>i?M 
-4- (4-7WD7XXW -1, 2-^fcHo- 
N, 2-5?^9 t *-l-**y-3-lfy H (4, 3- 
c] bTU>?>*^#*U-5H 

4- (4-7WD7xX« -1, 2-$>fcFn-2 

-^-i-**y-3-ifUH C4, 3-c) tru 

z?>*)Vtf>Wi (0%«4) fcN- C3, 5-H* (h 

Hjft l 3 6 - l 3 8 (BSx^-^y^o tf;^x 

NMR (2 0 0MHz, CDCh) ppm : 2.82 (3H, s), 3. 
61(3H,s), 4.31(lH,d,J=14.6Hz), 4. 77(1H, d, KL4. 6H 
z), 6.95-7.37(4H,m), 7.56(2E,s), 7.85(lH,s), 8.25 
(lH,d,J=5.4Hz), 8.61(lH,s), 8. 75(lH,d, J=5.4Hz) 
5c*a*f* OsHnNsOaFTfcUC 
MM C, 58.11; H, 3.38; N, 7.82 
£jMfK C, 58.23; H, 3.53; N, 7.76 

[0070] mmi o 

N- C3, 5-bfX lhVyfr*u*?M ^>i?)V) 
-5, 6-ytHn-N, 6-v^^;V- 8- (2-* 
W7xXW - 5-**V-7-KUH C4, 3 - 
b) Ky5>>*r«<tf*tf5F 
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5, 6-ytHo-6-^^-8- (2-^^7i 
-M -5-**V-7-bTU F [4, 3-b) fcfUS? 
>*;M*>& (##W5) fcN- C3, 5 -If * (HJ 

IMiJ:PI«££j& ffi«T*£BHfc£ft<DSttfl® 

(A : B=iftl : 2) #*fil8SiLT#&n&. 

l 8 3 - l 8 5*c (ftSx^— f y^nK*i 

E I -MS, m/z : 5 3 3 (M + ) 

fc-&ftA CTLC, Si0 2 (S8X^:^W> = 

1:1) ; Rf *) 

NMR (2 0 0MHz, CDC Is) ppn : 2. 02(3H, s), 2. 
74(3H,s), 3.61(3H,s),4.34(lH,d,J=14.-fflz), 4. 66 OH. 
d,J=14.4Hz), 7.1-7.3(4H,n), 7.43(lfl, dd, J=4. 6, 8. OH 
z), 7.5K2H.S), 7. 82 (IB, s), 8. 74 (1H, dd, J=l. 8, 8. OH 
z), 8.89(lH.dd,J=1.8,4.6Hz) 
fcG®)B CTLC. Si0 2 «»xy* : 
1:1) ; Rf /Jn] 

NMR (2 0 0MHz, CD CU) ppn : 2. 1K3H, s), 2. 
99(3H,s), 3.59(3H,s),4.15(lH.d,J=14.^z), 4.9K1H. 
d,J=14.4Hz), 6.96(2H,n), 7.18(2H,m), 7.42(lH,dd, J= 
4.6,8.0Hz). 7.53(2H,s), 7.82(lH,s), 8. 74 (1H, dd, J= 
L 8, 8.0Hz), 8.86(lH,dd,J=1.8,4.6Hz) 

(A : B=£f 1 : 2) <D«g££ 1 8 0-19 
0t:T3 0»BiDllM-*i*©JB*lt*ttl : 1 Kgfc 

(NMR, TLC) « 
[0 0 7 1] HKffll 1 

n- [3, (hu ^>yJW 

Fn-N, 7 ->>*^;l/- 8 -**V- 6 - tfU F 
C3, 4-bD t!U5?>*JU#**$F*J:W^O»tt 

#tfl6TS^ft&»tN- (3, 5-fcfX (FU?^ 

ft (fl:£»A : B=mi : 2g£*» #«fi»ifclT 

{fc^ftA CTLC, SiO z (g^KX^;W ; Rf *3 
NMR (2 0 0MHz, CDC Is) ppn : 2. 07(3H, s), 3. 
02(3H.s), 3.65(3H,s),4.11(lH.d,J=14.4Hz), 4. 99 OH, 
d,J=14.4Hz), 6.89(lH,s-like). 7.12(2H. s-like), 7.2 
8(lfl,m), 7.48(lfl,dd,J=4.4,8.0Hz), 7. 58(20. s), 7.82 
(1H.S), 8.93(lE,dd,J=1.6,4.4Hz) 
E I -MS, m/z : 5 6 7, 5 6 9 (M*) 
ft«*B CTLC, Si0 2 (»»X5F;W ;Rf/W 
NMR (2 0 0MHz, CDC Is) ppn : 2. 14(3H, s), 2. 
98(3H,s), 3.64(3H,s),4.21(lH,d,J=14.6Hz), 4.9K1H, 
d,J=14.6Hz), 6.88(IH.d-like), 6. 99 (IE t-like), 7.2 
6(lH.m). 7.37(lfl,d, J=7Hz), 7.47QH, dd. J=4.2, 8. OH 
z). 7.52(2H,s), 7.83(lH,s), 8.94(lfl,n) 
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E I -MS, m/z : 5 6 7. 5 6 9 (M + ) 
[00 72] $mmi 2 
N- C3, 5-tfX (hU7^D^fJW ^>VM 

-N-^^;v-4- (2-tf«jv;p) u>^7 
f 

N-*^;i/-4- (2-tfUx;W -3-^y u >*;p 

F (1^0*7) (2 6 2mg) . #*flrf-h'J£ 
A (6 0%M) (5 0ng) , DMF (1 Oil) V>m& 

«siT3o»nwMft. o jtft 
i<? 3, 5-trx (hvy)\»*u*?)\,) (340 

Eg) €HD*.SaT3 0»(H^#**fc. 

(4 3 4ng) tLxn&tUt. 
NMR (2 0 0MHz, CDCh) ppn : 2. 78(2. 25H, s). 
2.87(0.75H,s), 4. 30-4. 90 (2H, a), 7.30(lfi,n), 7.50- 
7.90(8H,n), 8. 18(0. 25H, d, J=8.4Hz), 8.21(0. 75H, d, J= 
8. 4Hz) , 8. 58(0. 75H, d, J=4. 8Hz), 8. 77(0. 25H, d, J=4. 8H 
20 z), 8.92(0.25H.s). 8.96(0.75H.s) 

[0073] msmiz 

N- C3. 5-tfX (h*)7)V*U**)V) ^>i?M 
-4- (4~7W0 7x-;W -6, 7-ytHP- 
N, 6 - 7 -**y- 5 -fx; C2, 3- 

c) lfU^>*^#**S F 

4- (4-7MD7XXJ1/) -6, 7-vtFP-6 

-^^-7-t*v-5-^xy C2. 3-c] try 

(#5*098) (2 0 2ng) £N- C3. 

5- fc?x (hU7Wo7xx;i/) *>$?/W ^^;i/T 
30 a >*m>T*JM! 1 fcHflMcEfc (75 FflsRfc) 

U *>'J*yMi^7A^DTh^77>f- ("\ 
W>-ft»X^=l : 1) Ttt»T*£«Bfl:£ft 
tfKfitSA (2 2 IK) tLTfcSnfco 

nut i96-i97 , c (ssx^^- rv^Dtf;vx 
-x;w^HJ6ft) 

NMR (2 0 0MHz, CDCls) ppn : 2. 73(3H. s). 3. 
63(3H,s), 4.37(lH,d.J=15Hz). 4. 760H, d, I=15Hz), 6. 
85-7.10(2H,n), 6. 93 (1H, d, J=5. 3Hz), 7.20-7.40(2H, 
n), 7.57(2H,s). 7.68(lEd, J=5. 3Hz), 7.84(lH.s) 
40 Ttm^VrM C 26 HirN 2 0 2 SF; tVX 

tfjftf C, 55.35: H. 3.16; N, 5.16 
HSIfi C, 55.13; H, 3.29; N, 4.97 
[0 0 7 4] ^14j!i^2 30^»H #*®fls 

Fit) , jasiLT^e>n^. 

IUfiWl4 

4- (4-7W07XXW -6. 7-yhHo-N 
- (2-^h^v^>v^) -6-^^;U-7-^V 
59 -5-fxy C2, 3-c) VVzS>t))ltf*r'V-$ F 
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2 6 6-2 6 8<C (THF ->f V ^Dt!;UX-x 

NMR (2 0 0MHz, CDCls) ppm : 3. 60(3H, s), 3. 
71(3H,s), 4,32(2H.d,J=6.0Hz), 6.45(lH,bt), 6.69-7. 
05(6H,m), 7.18-7.30<3H,m), 7.60OB, d, J=5.2Hz) 

[0075] sasesis 

4- (4-7WD7irW -6, 7-^fcHD-N 
- (2-j* F*S"*>^) — N, 6-^*5^-7- 

t+v-5^x; [2, 3-c) bru 

£ F i0 

bus not (»kx^-^ r v t^x-^;i/^ 

NMR (2 0 0MHz, CDCls) ppm : 2.66(3H,s), 3. 
64(3H,s), 3.76(3H,s),4.42(lfl,d,J=15Hz). 4.65(lfl,d, 
J=15Hz), 6.53(lfl,d,J=7.6Hz), 6. 70-6.85(2H,m), 6.94 
(lH,d,J=5.2Hz), 7.00-7.50(5H,m), 7.660H, d, J=5. 2H 
z) 

^*60tl 1 6 

N- [3, (bVy)l*u*?M ^>z/M 

-4- (4-7K07x-W -6, 7-vfc: Fn- it? 
6-*^;i/-7-**y-5-^x/ C2, 3-c] tf 
Ui?>#;i^*i^F 

i54t (SKx^;i/-^ vyntr;vx— 

NMR (2 0 0MHz, CDCls) ppm : 3. 34(3H, s) 4.4 
7(2H,d, J=5.8Hz), 6.82(1H, d, J=5. 2Hz), 6.92(2H, t-lik 
e,J=8.6Hz), 7.25-7.35(2H,m). 7. 56 (1H, d, J=5.2Hz), 
7. 57 (IB, m), 7.61(28,8), 7.820H.S) 
[0 0 7 63 51*60317 

N- [3, 5-tfx (huy^n^^W ^>s?;W 50 

-7- (4-7^D7xr;W -4, 5-ytFD- 
N, 5 - z?*T)V- 4 -:t*y- 6 -?x; C3, 2- 
c] h!'Jy^MW$ F 

Su& l 8 8- l 8 9<C (^Kx^jl,— ryynt:;i,x 
-t^s^ii) 

NMR (2 0 0MHz, CDCls) ppm : 2. 75(3H, s), 3. 
61(3H,s), 4.38(lH,d,J=15Hz), 4. 75(lfl, d, J=15Hz), 6. 
99(2H, t-like, J=8.4Hz), 7.34(lB,d, J=5.6Hz), 7.35-7. 
46<2H,m), 7.56(2fl,s), 7. 73<1H, d, J=5. 6Hz), 7.84(1H, 
s) 40 
1 8 

N- [3, 5-£X (hU7^D^^) ^>i?M 
-7- (4-7W07zx;W -4, 5-ybFD- 
N, 5-y^f;V-4-t*V-6-fxy [3, 4- 

1 3 0-1 3 2t (X^X-t^-^I*^ 
&WBS,) 

NMR (2 0 0MHz, CDCls) ppm : 2. 78(3H, s), 3. 
50(3H,s), 4.37(lH,d,J=15Hz), 4. 71 (1H, d, J=15Hz), 6. 
90-7.15(2H,m), 7. 08UH, d, J=3. 3Hz), 7. 30-7.45(2H, 50 
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m), 7.55(2H,s), 7.82(lfl,s), 8.440H, d, J=3.3Hz) 
[0 0 7 7] §gjg*gi9 

N- [3, (hU7;i/^n^^;w ^>i?)V) 

-8- (4-7WD7XXJW -5, 6-ytKn- 
N, 6-^*^-5-**7-7-fcf'J F C4, 3- 

»/& U9-150C (»S?x^;i/-- f y^Dtf;vx 

NMR (2 0 0MHz, CDCls) ppm : 2. 78(3H, s), 3. 
61(3H,s), 4.41(lfl,d, J=14.6Hz), 4. 66 (1H, d, J=14. 6H 
z), 6.97(2H,t-like), 7.33(2H,m), 7.45(lfl,dd, J=4.2, 
8.0Hz), 7.59(2H,s), 7.85(lH,s), 8. 75(lfl, dd, J=l. 6, 
8.0Hz), 8.89<lH,dd,J=1.6,4.4Hz) 
^6S^U2 0 

N- [3., 5-£X {hVy)V*u*^M "*>^» 
-5, 6-ykHD-8- (2-^^7xXW -6 
-tf-JV- 5 -rt^y- 7 -fcTU F C4, 3-b) fcf'J 

^>#;M^rtfs F 

g*;& 1 9 2 - 1 9 3*0 (THF-^fV^D^X-T 

^snjen) 

NMR (2 0 0MHz, C D C Is ) ppm : 3. 64(3H, s), 4. 
25 (1H, dd, J=5. 8, 14. 4Hz) , 4. 39 (Ifl, dd, J=6. 2, 14. 4Hz) , 
6.05(lH,b), 6.95-7.20(4H,m), 7. 78(lfl,dd, J=4.6,8.2H 
z), 7.57(2H,s), 7.80<lfl,s), 8. 670H, d, J=8. 2Hz), 8. 
84(lH,m) 

[0078] $mm2 1 

N- [3, 5-tfX {Y')7)V*U*^)V) ^>V)V) 
-1, 2-^fcFn-N, 2-i?*?-)V- 1 -^y- 
4- (2-5 : xx;W -3— fV*/U>*JV#*it5 
F 

St^ 142-I43t (98x^-> fy^ntf^x 

NMR (2 0 0MHz, CDCls) ppm : 2. 86(3H, s), 3. 
60(3H,s), 4.25(lH,d, J=14.2Hz), 4. 99 (1H, d, KL4. 2H 
Z), 6.97(2H,m), 7.04(lfl,m), 7. 20-7.45(3H,m), 7.50- 
7. 67(31 n), 7. 82(35, s), 8.49(lfl,m) 
$mM2 2 

1, 2-^kHD-N- (2-* b*i"*>zSM -2 
-*^;p-i-:**y-4- (2-^XXiW -3->f 

y*/ u s f 

HjA 237-23813 (^#y-*-XWl-f)P 
^&B«fS) 

NMR (2 0 0MHz, CDCls) ppm : 3. 59(3H, s), 3. 
80(3H,s), 4.34(2H,d, J=6.0Hz), 6. 39 (Ifl, b), 6.75-6.9 
2(3H,m), 6.95-7.05(2H,m), 7. 18-7. 31(2H,m), 7.37-7. 
62(3H,m), 8.43(lfi,m) 
[0 0 7 9] ^66^2 3 

1. 2-^tHa-N- (2 h*5"*>5?/M - 

n, 2-^f;i/-i-t+y-4- (2-fxx;v) 
-3-' fV*yU>*A***5 F 
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1 7 3 - 1 7 4<C X^X-tJU 
SWISS) 

NMR (2 0 0MHz, CDCh) ppb : 2. 79(3H, s), 3. 
60(3H,s), 3.80(3H,s),4.50(md, J=15.QHz), 4.68(lfl, 
d,J=15.0Hz), 6.50(lH,dd,J=1.6,7.6Hz), 6.74-6.87(2 
&■), 7.09-7.24(3H,n), 7.38-7.66(4H.m), 8.48(lfl,a) 
g£ft« 2 4 t 2 5 0>fc«4M;L <0{t&mztt&?2> 

«»*eirr*N-^^*^***5 FfS*#£JUb 

£J£«2 4 

N- C3, 5-fc*X (hU7;WD^^) 1>zSM 

-4 - (4-7MP7I-JW 

X/ [2, 3-b) l£y^>#;W$*1*3F 

ms> 

NMR (2 0 0MHz, CDCh) ppm : 2. 58(2. 4H, s) , 
2.86(0.6H,s), 4.20-5.10(2H,b), 7.00-7. 30 (3H,m), 7. 
38-7.49(2H,b), 7. 55-7. 65 (3H, m), 7.76(0.2H,s), 7.83 20 
(0.8H,s), 8.61(0.8H,s), 8.62(0.2H,s) 
[00 8 0] SSg0925 
N— C3, 5-tfx (hU7**n^y;w 
-l, 2-ykHn-N, l-^^;P-2-^v- 
4- (2-tfu^;w -3-^;u>^;^w$ f 

■jS 122~124t (X«PX-**-^**>* 
SWISS) 

NMR (2 0 0MHz, CD C It) PPB : 2. 74(0. 75H, s), 
2.91(2.25H,s), 3.81(0.75H,s), 3.84(2.25H, s), 4.30 
(0.75H,d, J=15Hz), 4.51(0.25H,d, J=16Hz), 4.66(0.25 30 

H, d,J=16Hz), 5.03(0.75H,d,J=15Hz), 7. 15-7. 95(10H, 
b), 8.58(0.75,a),8.72(0.25H,m) 

[0 0 8 1] H&0U26 

N- [3, lbV7fr*a*7M *>&M 

-1, 2, 3, 4, 5, S-'vfrtffcFo-N, 6-5/ 
^^;l/-8- (2-^^7x-W -5-^7-7 
-ITUF C4, 3-b) KU$*>*;MS*tfSF 

mmmi ot^^i (»i : 2Stt(we^«) (2 

OOmg) fc;**/-^ (2 Oil) fc«*U 10W 

(5 0%^*) (lOOng) £1JD*_T, * 40 

t&MikSto CUtttt (A : B = 
»1 : 2) (1 2 5ag) tUT#6> 

tXfc. #Stt#ONMR (2 0 0MHz, CDCh) v 
(PPi) WW. 

&tt#A (TLC, Si0 2 (*8x^:^^yHN 
10:1) ; Rf *) 

I. 85(2H,a), 2.15(3H,s), 2.62(2H,b), 2.72(3E,s), 3. 
14(2H,b), 3.43(3H,s),3.80(1H,b), 4. 13(1H, d, J=15H 

z), 4.82(lfl,d, J=15Hz), 6.80-7.00(2H,b), 7.03-7.53 50 
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(4H,m), 7.76(lH,s) 

g£#B CTLC. Si0 2 (SSX^k^^;-^= 
10:1) ; Rf /JO 

1.85(2H,n), 2.19(3H,s), 2.62(2H,o), 2.92(3H,s), 3. 
14(2H,b), 3.42(3H,s),3.64(1H,b), 4.03OH, d, J=15H 
z), 4.93(lfl,d, J=15Hz), 6.80-7.00(2H,n), 7.03-7.53 
(4H,b), 7. 76(11, s) 
[0 0 8 2] £U£0i2 7 

N- [3, 5-fcTX (h»J7**D^W ^>£>;M 
-8- (4-7WD7xZW -1, 2, 3, 4, 
5, 6-^lftKD-N, 

-7-lfUF C4, 3-b) KUy>*iI^**5F 
N- (3, 5-tfX (hU7JWo^) "*>5>JM 
-8 - (4-7MD7x-JW -5, 6-ytHD- 
N, 6-S?j*^;W-5-**V-7-lfy F [4, 3- 
b) tf»Ji?>*Jl/#*-y-5F (£J£0!19) (50ng) 

(8b1) fc«*U 10^7^A-K 
* (5 0m) (4 0ig) £iJQ*T, **»B«T. 

«S-r<5i:*efb^»^Mfel6S (3 5ag) tLT&$ 

2 2 6-2 2 8t (RSX^- (V7u\ZfrX 
-5^1^ SWISS) 

NMR (2 0 0MHz, CDCh) ppb : 1.86(2H,b), 2. 
64(2H,m). 2.78(3H,s),3.17(2H,a), 3.42<3H,s), 3.82 
OH,b), 4.16(lE,d,J=14.2Hz). 4. 79 (1H. d, J=14. 2Hz), 
6.9-7.3(4H.b), 7. 49(28. s), 7.80(lB,s) 
[0 0 8 3] 2S5S0I2 8 

N- C3, 5-tfx (HJ^fctn^^w ^>^;W 

-8 - (4-7Jl/^n7xx;l/) -1, 2, 3, 4, 
5, 1, 6-HJ*3\^-5- 

**V-7-KUF (4, 3-b) \* W>1) frifrtt 
SF 

N- (3, 5-tfx (hU7Wn^f;w ^>s?;W 

-8 - (4-7WD7X-JW -1, 2, 3, 4, 
5, FD-N, 6-S?*^-5-:fr*7 

-7-fcfUF [4, 3-b) fcTU^>*;P3p^U-5 F 
(^6052 7) (6 8ag) £THF (3b1) fcf»*U 
HJ * A (6 0%M) (6ng) ^itfa-F 
(1. 5»1) SrlfllAT, SST1 SRfW^lTtif 

!8§g*-r*fcgBfc£«#*e*SSi (3 9ag) tbT 

»^ 230-23213 (iKlf^-X^H-f^ 

NMR (2 0 0MHz, CDCh) ppn : 1. 81 (2H, m) , 2. 
16(3H,s), 2.58(3H,s),2.62(2H,b), 3.01(2H,m), 3.44 
(3H,s), 4.32(lfl.d,J=14.4Hz), 4. 57(11 d, J=14.4Hz), 
6.8-7.3(4H.b), 7.54(2Es), 7. 82(15, s) 
[00 84] ldfi^29 
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6- [N- C3, 5-tfX (hV7)V*U*?)V) 1> 
i?)V) - N - * T)V7 )Vtf-M -5- (4-7 
Mn7xz;W -7, 8-^tHP-l, 7-S?j*^ 
;P-8-*+VlfUH [3, 4-b) fcfU^-^A 3 
— y-f F 

N— [3, 5-fcfx (b>J7;Wn^f;M '<>i?M 
-5- (4-7MP7i^) -7, 8-ykHa- 
N, 7-^?JP-8-**V-6-fcr>J H C3, 4- 
b) KUi?>*^***5H QtXfll) (175m 
g) , 3-F**> (3ml) *5<fctfv;*-*-*> (3ml) 10 
Ofi^ttSl 6«fRlllflJRaif5L/fc. <!:g 
g<fc£tt*i»felSB (2 OOmg) iLT»&nfc. 
HA 1 8 4 - 1 8 5«C (5MB) <5>**tf >-B«X 

NMR (2 0 0MHz, C D C Is ) ppm : 3. 10(3H, s), 3. 
6K3H.S), 4.20(lH,d, J=14.2Hz), 4. 81(lfl, d, J=14. 2H 
z), 4.99(3H,s), 6.97(2H,m), 7.29(lH,m), 7.52CLH, 
m), 7.55(2H,s), 7.84(lH,s), 8.07(2H,m), 9.27(lB,d» 
J=4.4Hz) 

[0 0 8 5] 5686003 0 ^ 
N- (3, 5-£x (hU7JP*n^y;w *>$>JM 
-5- (4-7WD7i-)W -1, 2, 3, 4, 
7, 1, 7-h»J^-8- 

**V-6-KUH C3, 4-b) KU ^ 
5 F 

ftlMI 2 9-fllftfc*» (3 1 Omg) (1 
5ml) mWT, **ft*9*J-hU9A 

(5 Omg) fc^ar^UDiLfc. COMttt 1 5»IUi 

«««««£S£-r*i:* n— [3, 5 -if a 

X (hU7WP^fW ^>^;W -5- (4-7JV 
tD7i-J» -1. 2, 7, 8-rK7kHD-N, 
1, 7-hU^^;P-8-**y-6-kfU F (3, 4 

Sftfc (NMR (2 0 0MHz, CD C Is) ppm : 2. 70(3 
H,s), 3.16(3H,s), 3.49(3H,s), 3.49(lH,m), 3.88UH, 
m), 4.29(lfl,d,J=14.6Hz), 4.66(lH,d, J=14.6Hz), 5.62 
(lH,m), 5.77(lH,d, J=13Hz), 6. 84-7.26(4H,m), 7.53(2 
H,s), 7.81(lfl,s)) o (1 5ml) 

kmbu iox^m-«* tsox**) (2 40 

OOmg) ^JDAT, TkSSSffl^T, MT18Wf 

^vU^MlV^7^D7h^77^ (Sm 

X?;^»8X^: ^^/-;u=4 : 1) l£#LT# 
81, tt»*&mfcMMMIM (12 5mg) fcU 

Sft£ i 5 5 - 1 5 7 <c (ssx^-^r v tr;i/x 

NMR (2 0 0MHz, C D C U ) ppm : 1. 68(2H, m), L 
74-2.32(2H,m), 2.66(3H,s), 3.04(3H,s), 3.05(2H,m), 50 
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3.48(3H,S), 4.21(lH,d, J=14.4Hz), 4. 72 (IB, d, J=14.4 
Hz), 6.83-7.27(4H,m> f 7.51(2H,s), 7. 81 (lis) 
[0 0 8 6] gj£013 1 

3- CN- (3, 5-tfx (hU7;i/tn^^) ^> 
-N-^^TS y*;v#-;w -4- (4-7 
Wo7xz;W -1, 2-ykHo-2, 
iP-l-**vey I* C3, 4-c) fc?Ui*x£A 3 
-^-f F 

N- C3. 5-fcfX (hU7^*D^^) ^>^JUD 
-4 - (4-7^D7xX« -1, 2-ykHO- 
N. 2-^WU-l-**V-3-lfUH [3, 4- 
c) fcf'J> ? >^;i/*^it^ F (£110! 8) (2 4 0m 
g) , 3-F**> (4ml) *&a*J*tt> (4ml) 

5^raini^a^u^. *«sssrst 

«»&&tt*«JMMS* (3 0 3mg) tLTf^tlfc. 

s*£ 1 5 5 - 1 5 8<c ism (^**tf>-X^;V 
x-x;^estea) 

NMR (2 0 0MHz, CDC Is) ppm : 2.98 (3H, s), 3. 
61(3H,s), 4.24(lH,d, J=14.2Hz), 4.68(3H,s), 4.78(1 
H,d, J=14.2Hz), 6.9-7.6(5H,m), 7.54(2H,s), 7. 85 (IB, 
s), 8.82(lH,d,J=7Hz), 9.72(lH,s) 
[0 0 8 7] ^66^3 2 

N- C3, 5-tfX (hV7)V*u*?M ^>i?)V) 
-4- (4-7Jl/tD7x-;W -1, 2, 5, 6, 
7, 8-^*kHD-N, 2, 7-hU^^-l- 
**V-3-KUF (3, 4-c) t: 
^ F 

3- {N- [3, 5-lfX (h'J7^ta^fJW ^> 
y« - N - * ^)V7 ^ J jj)V#~)V} -4- (4-7 
WD7xX« -1, 2-^b FD- 2, 7-v>*^ 
;V-l-*+VlfUF [3, 4-c) tfUvX^A 3 
F (1*06003 1) (3 0 Omg) *«^T* £J60!I 

so unwise gitc) * ffi3r*tgfifc£«?a*« 

feghl (12 5mg) £LT#S>nfc. 

j»£ i 6 6 - 1 5 7 c (BSx^-^y^p tr;vx 

CNMR (2 0 0MHz, CDCh) ppm : 1. 93-2. 73(4 
H,m), 2.48(3H,s), 2.75(3H,s), 3.24UH, d, J=17Hz), 
3.75(lfi,d, J=17Hz), 4.18(lH,d, J=14.3Hz), 4.77(lH,d, 
J=14.3Ez), 6.84-7.25(4H,m), 7.50(2E,s), 7.81(lH,s) 

[0 0 8 8] £i60!l3 3 

3- CN- [3, 5 -trx (hU7;i/tn^^) ^> 

v;W - N - * ^;i^7 ^ / - ;W -4- (4-7 
MD7xXJW -1, 2-xkFa-2, 
^-l-**VtTUF C4, 3-c) tfUv-^A 3 
-^F 

N- C3, 5-tfX (>'J7MD^^) ^>-JM 
-4- (4-7MD7x-;V) -1, 2 -yt FD- 
N, 2-y^^*-l-**V-3-lfU F C4, 3~ 
c) try s;>*^#**5 F (^JS«BJ9) OOmg) , 
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3— F*^> (1. 5ml) &£Tf¥**rV> (1. 5m 

mm{£&mm&m& ciosmg) titietifc. 
st^c 2 6 o - 2 6 2<c (^^>-x^;vx-x;p 

d^BfeS) 

NMR (2 0 0MHz, CDCls+DMSO — de) pp 
m:2.75(3H,s), 3.46(3H,s), 4.04OH, d, J=14Hz), 4.34 
(3H,s), 4.69(lfi,d,J=14Hz), 6. 7-7.2 (3H, a), 7.42(2H, 
s), 7.65(lfl,s), 7.801,0), 8.60(lfi,s), 8.63(2H,s) 

[0 0 8 9] gS5g^3 4 10 
N- C3, 5-HX (hU7;^D^^W ^>VM 
-4- (4 -^;P^D7x-JW -1, 2, 5, 6, 
7, 8-AWkHD-N, 2, 
**V-3-KUH C4, 3-c) fcfU^>#;V2p*tf 

3- [N- (3, 5-tf* (h'j7;ptD^?;w ^> 

— N - ^)VT ^ J tl)l>X-M -4- (4-7 
WD7x-;W -1, 2-i?fcFD-2, 6-v?;*^ 
l-**VtrU F C4, 3-c) fcfU^X^A 3 
-^F (£ffitt3 3) (6 0 0mg) £JSV>T, HEW 20 

fifeS (3 0 0mg) tUT#^nfc. 

j»£ 1 5 6-1 58t (RRx^;i/->f y^DK/H 

NMR (2 0 0MHz, CDC Is) ppm : 2. 97(3H, s), 2. 
58-2.78(5H,m), 2.78(3E,s), 3. 06(11 d, J=17Hz), 3.50 
(3H,s), 4.17(lH,d, J=14.5Hz), 4. 79 (1H, d, J=14.5Hz), 
6.86-7.25(4H.m), 7.50(2as), 7.82(lH,s) 

[0 0 9 0] ^86093 5 
N- (3, 5-tfX (hU7;^D^5 1 ;W 'O^W 30 
-5 - (4-7MD7I-W -1, 2, 7, 8-t- 
h7kHD-N, 1, 7-hU^^;u-2, 8-i?**r 
V-6-tfUF C3, 4-b) hfUi>>*;l^1^F 
6- CN- [3, 5-lfX (h'j7;Vtn^^) ^> 
z?M - N - ^;V7 ^ / J])VX-M -5 - (4-7 
;i/tD7xZJW -7, 8-^fcFn-l, 
^-8-^+VfcfUF C3, 4-b) tf'J^x^A 3 

F (&Mm2 9) (1 0 Omg) THF (3ml) , 
7xU^r>WU^A (5 0 0mg) *5<fctflN-Na 
OH (3ml) CDS^Tl 5i§raa>£i;iffc. mm&W 40 

h^77-f- (SSX^P) KttLTSH* »ST*£ 
«jBft-&»^fefea (3 5mg) <hbT&£tlfc. 

2io-2i2t (»tx^-> r y^ntr;ux 

-T-^SHfeS) 

NMR (2 0 0MHz, CDC Is) ppm : 2. 79 (3H, s) , 
3.55(3H,s), 4.17(3H,s), 4. 23(lfl, d, J=14. 6Hz), 4.78 
(lH,d, J=14.6), 6.78(lH,d, J=9.8Hz), 6. 92-7. 32(4H, 
m), 7.08(lH,d,J=9.8Rz), 7.53(2H.s), 7.83(lH,s) 50 
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[0 0 9 1] 7 Ofc^mt. &*<Dit 

7$>mzm^T$mmitmmmzmm\zKfc (ra 

Ffl:) , &mLXft*>titt. 

I£5£W3 6 

N- (3, 5-lfX (hU7Mn^f;W ^>zs)V) 
-7, 8-ytHo-N, 7-y^F8-W- 

5 -7x-;k 6 - tf u f C3, 4-b] tru^>*;v 

F 

»^ I9i-i92t Q**/-;i/-x^;Px-<r^ 

NMR (2 0 0MHz, CDC Is) ppm : 2. 79(3H, s), 3. 
67(3H,s), 4. 24 (II, d, J=14.6Hz), 4. 82 (IB, d, J=14. 6H 
z), 7.05-7.63(9H,m), 7.81(lEs), 8.93(lH,m) 
f£5S0!3 7 

N- C3, 5-tfX (hU7Mo^5 1 JW ^>V)V) 
-1, 2-^kHD-N, 2-v>^;i/-l-^V- 
4-7x-JP- 3 - t?U F C3, 4-c) Wi?>*)), 

f 

fit/S 1 9 2 - 1 9 413 (S&x^;U— f vyntf^x 

£?!£&) 

NMR (2 0 0MHz, CDCls) ppm : 2. 78(3H, s), 3. 
60(3H,s), 4.26(lfl,d, J=14.6Hz), 4. 77 (1H, d, J=14. 6fl 
z), 7.04(lH,d, J=5.6Hz), 7.15-7.34(5H,m), 7.49(2H, 
s), 7. 81 (IB, s), 8.66(lB,d,J=5.6Hz), 9.69(lH,s) 

[00 9 2] 1^0938 
N- [3, 5-bfX (hU7;VtO^^) ^>V)V) 
-5, 6-^bFn-N, 6-v?^^;U-5-^V- 
8-7x-Jp- 7 - fcPJ F C4, 3-b] fcTU^>*JI/ 
F 

1 2 7- 1 2 8t (»sx^-^ r v^o tf;vx 
-^a^HiBii) 

NMR (2 0 0MHz, CDCls) ppm : 2. 74(3H, s). 3. 
62(3H,s), 4.37(lB,d, J=14.6Hz), 4. 64(1H, d, J=14. 6H 
Z), 7.20-7.40(5H,m), 7.44(lH,dd, J =4.6,8. 2Hz), 7.53 
(2H,s), 7.81(lfl,s), 8.76(lH,dd,J=2.0,8.2Hz), 8.90 
(lEdd, J=2.0, 4.6Hz) 
$£&M3 9 

N- [3, 5-tfX (hU7MD^^) ^>z/M 
-4- (4-7W07xx;W -6, 7-yfcHo- 
N, 1, 6-h»J/^-7-**V-5-i;DD 
[2, 3-c] tU^>^#^SF 

1 6 0 - 1 6 1 <C (X^MUX— - >^ 

NMR (2 0 0MHz, CDCls) ppm : 2. 66(3H, s), 3. 
57(3H,s), 4.21(3H,s),4.45(lfl,d,J=14.5Hz), 4.67(1H, 
d,J=14.5Hz), 6.05(lH,d, J=3.0Hz), 6.96(2H, t-1 ike,8. 
4flz),7.00(lB,d,J=3.0Hz), 7. 31-7.42(2H,m), 7.58(2H, 
s), 7.820H.S) 
^6054 0 
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N- C3, 5-bfX (hU7^*D>SfJM "OSW) 

-7- (4-7WD7xZJW -4, 

N, 5-^^-4-t^V-6-^77D [5, 4 

ha 1 8 9 - 1 9 or (imx^-^** >#SW 

l») 

NMR (2 0 0MHz, CDCh) ppm : 2. 73(3H, s), 3. 
66(3H,s). 4.47(lH,d, J=14.6Hz), 4. 70(1H, d , J=14. 6H 
z), 7.00(2H,t-iike,J=8.4Hz), 7. 37-7.47(2H,m), 7.60 
(2H,s), 7.86(lH,s). 9.12(lH,s) 10 
[0 0 9 3] ^SS^4 1 

N- C3, 5-t?X (FU7;U*a^?;M *>$»M 
-7- (4-7JVtD7irjI/) -4, 5-ykFD- 
N, 5-y^^-4-t^V-6^77D [4, 5 
-cj KU^>*JW5**5F 

HA 2 0 7-2 1 Ot: fflMx?^— fV^nKJVX 

NMR (2 0 0MHz, CDCh) ppm : 2. 76(3H, s), 3. 
67(3H,s), 4.36(lH,d, J=14.7Hz), 4. 82(lH,d, J=14. 7H 
z), 7.00(2H, t-like,J=8.6Hz), 7. 33-7.43(2H,m),7.56 20 
(2H,s), 7.84UE.S), 8.87(lH,s) 
^IS5094 2 

N- (3, 5-HX (hU7*tD^f*) ^>i?;W 
-4, 5-^bFn-N, 5-5>*^;i/-4-**7- 
7-7X-JV- 6 -f77D [5, 4-cD fcfU^>^7 

F 

HA 1 7 5 - 1 7 6<C (»RX^-^i^>^6H 
l») 

NMR (2 0 0MHz, CDCh) ppm : 2. 69(3H, s), 3. 
67(3H,s), 4.44(lH,d, J=14.6Hz), 4. 660H, d, J=14. 6H 30 
z), 7.25-7.36(3H,m), 7. 38-7.48(2H,m), 7.56(2H,s), 
7.82(IB,s), 9.12(Hs) 
HJ60J4 3 

n- [3, 5 -ex (HJ7;M*n*y;w ^>>?;W 

-4, 5-vtFD-N, 

7-7x-;H6-^7yD [4, 5-c] fcTU3»* 

F 

It A 2 2 0-2 2 1t) (BBI^-^V^D tf;ix 

NMR (2 0 0MHz, CDCh) ppm : 2. 72(3H, s), 3. 40 
68<3H,s), 4.35(lH,d, J=14.6Hz), 4. 78(1H, d, J=14. 6fl 
z), 7.25-7.45(5H,m), 7.53(2H,s), 7.81UH,s), 8.86 
(lH,s) 

[0 0 94] 3£J6«44 

N- C3, 5-fx (hU7;PtD^?;w ^>v;W 

-6, 7-yhFP-N, 6 - v*^- 7 *7 - 
4-7x-JW5-5 1 x; (2, 3-cO \£VP>iJjU 
F 

HA l 9 4 - l 9 6*C (Mx^fr&Sttft) 

NMR (2 0 0 MHz, CDCh) ppm : 2.69(3H, s), 3. 50 
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64(3H,s), 4.36(lH,d, J=14.6Hz), 4. 72(lH,d, J=14.6H 
z), 6.98(lfl,d,J=5.4flz), 7.3(5H,m), 7. 53(2B, s), 7.67 
(lH,d,J=5.4Hz), 7. 81 (IB, s) 
^86094 5 

6, 7 -yfc F □ - N - (2-*MrS"05*;W -6 

7 -t*y-4-7x^- 5 -fx; 

[2, 3-c] KU5>>*;WR**3P 
SA 2 4 7-2 4 9t; OMKx^-THF*&W« 
ft) 

NMR (2 0 0MHz, CDC Is) ppm : 3.64 (3H, s), 3. 
70(3H,s), 4.29(2E,d,J=6.4Hz), 6.23(lfl,b), 6.7-6.9 
(4H,m), 6.96(lI,d,J=5.6Hz), 7.2-7. 3 (5H, n), 7.60(1 
H, d, J=5. 6Hz) 
§£66014 6 

6, 7-^tFn-N- (2-* Y*i/^>i>M - 

N, 6 -i?*T)V- 7 -t^V-4-7x-JP- 5 -3 1 

X7 C2, 3-c) KU5?>****»SF 

&A 1 5 4. 6- 1 5 5. 4t (8KXf;V->fVy 

DhT^x-^A^SfMi*) 

NMR (2 0 0MHz, CD Ch) ppm : 2.63(3H, s), 3. 
65(3H,s), 3.76(3H,s),4.48(lH,d,J=15.0Hz), 4.60(lfl, 
d,J=15.0Hz), 6.38(lH,d,J=6.6Hz), 6. 71 OH, t, J=7. 6H 
Z), 6.80(lH,d,J=8.0Hz), 6. 99(lH,d, J=5.2Hz), 7.20(1 
H,t,J=7.0Hz), 7.43(5H,m), 7.65(lfi,d, J=5.2Hz) 
[0 0 9 5] £»«4 7 

N- [3, 5-HX (h'J7MD^^) ^>e?;w 
-6, 7 — £?fc F D — N, 6-^^^;i/-4- (2-* 
W7x-W -7-t*V-5-?x; [2, 3 - 

NMR (2 0 0MHz, CDCh) ppm : 2. 08(3HX2/5, 
s), 2.13(3HX3/5,S), 2. 74(3HX2/5, s), 2.94(3HX3/ 
5,s), 3.62(3HX3/5,s), 3.64(3HX2/5, s), 4.12(1BX3 
/5,d, J=14.6Hz), 4.29(lHX2/5,d,J=14.4Hz), 4.78(lfl 
X 2/5, d, J=14. 4Hz) , 4. 98 (1H X 3/5, d, J=14. 6Hz) , 6. 63 (1 
HX3/5,d,J=5.2Hz), 6. 72CLHX2/5, d, J=5.2Bz), 6.96(1 
E,m), 7.0(2H,m), 7.2(2H,m), 7.5(lH,m), 7.63(lfi,m), 
7. 81(lE,m) 
^5S^4 8 

6- {n- [3, 5-trx <HJ7/M-n*ww ^> 
v;W -N-^;P7sy*;p#x;w -7, 8-yt 
F n - 1 , 7 8 -^v-5-7x-;i/e 
UF C3, 4 -b) fcTUvX^A H-^-f F 

ItA 1 7 3- 1 7 5t (^**tf>-R»x 

NMR (2 0 0MHz, CDCls) ppm : 3. 04(3H, s), 3. 
62(3H,s), 4.19(lfl,d, J=14Hz), 4. 79(1B, d, M4Hz), 5. 
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01(3H,s), 7. 3-7. 5 (7H, a), 7.80(lH,s), 8.0-8.K2E 
n), 9.32(lEbs) 

[0 0 9 6] &SSW4 9 
N- C3. 5-fcfX (bV7)V*U*?M *>*?M 
-1, 2, 3, 4, 7, 8-AWkHP-5-7iZ 
JP-N, l f 7- hU^^-8-**V-6-KU F 

[3, 4-b) UVS&AMtttSV 

BA 135-1371: »izf*-< y^ncjux 
-x;i^fcSfi££) 

NMR (2 0 0MHz, CDCh) ppn : 1.69(2Em), L 
87-2.38(2H,m), 2.73(3H,s), 3.04(3Es), 3.08(2E»), 
3.49(3Es), 4.19(lEd,J=14.4Hz), 4. 70(11, d, J=14.4 
Hz), 7.03-7.38(5H,a), 7.46(^.s), 7. 77(11, s) 
HJ6#I5 0 

N- C3, 5 -If* (hy7^tn^^) 1>VM 
-1, 2, 5, 6, 7, 2, 7 

- h X )*?-)V- 1 -t+V~4-7xZ^- 3 -fcfU H 20 
C3, 4-c] t'Jy>«^F 

*««3 7T»fcft*»SflW, ££^3 1 (^^;P 
fls) *5<fct;§ilig0!3 2 GStc) <hfS|«^*&tc«i:D^ 

J»j£ l 3 8 - l 4 or (B«x^;u->f v^ntf;vx 
-x;^6HfeS) 

NMR (2 0 0MHz, CDCh) ppm : 1. 98-2. 70(4H, 
n), 2.47(3H,s), 2.71(3H,s), 3. 24(lEd, J=17Hz), 3.5 
l(3H,s), 3.75(lH,d, J=17Kz), 4. 16 (IE d, J=14. 5Hz), 
4.74(lH,d,J=14.5Hz), 7. 03-7. 32(5E m), 7.44(2H,s), 50 
7. 77 (IE s) 
[0 0 9 7] §£&#J5 1 
N — C3, 5-fc*X (h'J7;^D^^JW *>*JM 
-1, 2, 3, 4, 5, 6-v 
*?\^- 5 -t^V-8-7x-Jl/- 7 - fcTU F C4, 

3-b) tfUv>*;^*-y-5F 

£»fll3 8Tttfcfl^ft*«V>T, *fc0!2 7 t^tSlC 

IkA 229-23113 W3ry-^-x^X-x^ 40 

NMR (2 0 0MHz. CDCla) ppn : 1. 86(2E m), 2. 
64 (2E t-1 ike, J=6.2Hz), 2.74 (3H,s), 3.17(2En), 3.43 
(3Es), 3. 92 (IE b), 4. 14 (IB, d, J=14. 6Ez), 4.77(1H, 
d,J=14.6Hz), 7.13(lH,m), 7.26(4En), 7.44(2H,s), 
7. 77 (IE s) 
££66015 2 

N- C3, 5-fc'X (HU7^*D^^) *>i?M 
-1, 2, 3, 4, 5, HD-N, 1, 6 

- h V *5-)V- 5 — *"+V- 8 -7x-JP- 7 -fcfU F 50 
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C4, 3-b) eu^>;fr;v#*-*5F 

5IJSW5 lT»fcfls£fc*HVvt, SJM2 8&IQSK: 

233-2351C (* ^ y-;i.-x^x-x;i/ 

NMR (2 0 0MHz, CD C Is) ppm : 1. 82(2H, i), 2. 
18(3Es), 2.53(3Es),2.63(2En), 3.03(2Ea), 3.45 
(3H,s), 4.30(lH,d,J=14.6Hz), 4.560E d, J=14. 6Hz), 
7.18(4Es). 7.35(lEn), 7.50(2Es), 7.80(lEs) 

[0 0 9 8] $mffl5 3 
N- [3, 5-fcfX (hU7JWP^M 1>&M 
-4- (4-7^D7xr;W -1, 2, 5, 6, 
7, 2-^^-1-^+V 
-3-fcTUF C3, 4-c) liU^>*^^H 
MMI8T»fcflS*4fc (2 7 Omg) (1 5ml) & 

MtC5%a^-^gl (2 7 0mg) £in;LT> *3S»S« 

#*SJ|ga (17 0ng) tlsT&Ztltz. 

i 7 8 - i 8 or q»kx^;v-x^;vx-x;v 
a>e>w*sa) 

NMR (2 0 0MHz, CDCls) ppi : 1. 92(1H, d-1 ik 
e,J=17Hz), 2. 3-2. 5 (IE m), 2. 7-2. 90E a), 2.77(3H, 
s), 3.0-3.1(lfl,m), 3.50(3H,s), 3.8H1E d, J=18Hz), 
3.98(lEd, J=18Hz), 4.19(lfi,d, J=14.4Hz), 4. 77 (IE d, 
1=14. 4Hz), 6.8-7.2(4Em), 7.50(2Es), 7.81 (IE s) 

[0 0 9 9] £J60&54 
N- [3, 5-tfX {YV7)V*U**M *>z?M 
-1, 2, 5, 6, 7, 8-A**tHD-N, 2-^ 

1 -**V-4-7xX^-3-lfU F C3, 
4-c) tf'Jy>M**«H 

HA 255-25713 (##) (x^y-;i/^&B« 

a) 

NMR (2 0 0MHz, CDCls) ppa : 2.2-2. 7 (IE m), 
2.73(3Es), 2.9-3.1(2H,m), 3.50(3Es), 3.5(lEm), 
4.05(lEd,J=18Ez), 4.19(lE.d,J=14.5Hz), 4.360E 

d,J=18Hz), 4.71(lH,d, J=14.5Hz), 7.06-7. 30 (5EnD, 

7.45(2Es), 7.79(lEs), 10.3(2Eb) 

^8£095 5 

n- [3, 5-ifx (hVyfrXat^M 1>i?M 

-1, 2, 3, 4, 7, 8-^1ftHn-5-7x- 
*-N. 7-5**y*-8-**V-6-KUK (3, 
4-b) tfUi^>*;V#^5F 
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HjA i 5 5 - i 5 6r (x^x-^A-^**^ 

&B*£fi) 

NMR (2 0 0MHz. CD C h) ppm : 1. 59-2. 10(3B, 
m), 2.28-2.49(lB,m), 2.67(3H,s), 3.2-3. 5 (2H,m), 3. 
56(3B,s), 4.25(lB,d,J=14.6Bz), 4. 62 (IE. d, J=14. 6fl 
z), 7.10(lH,m), 7.22(4H,m), 7.48(2H,s), 7.77(lfl,s) 

[0 100] $mms6 

N- C3, (hU^/M-D^y/M *>s?/M i0 

-7, 7 -i?*?)V-5- (4-* 

^7x-JW -8-**V-6-bTU H [3, 4- 

b) IfUy^MWSH 

2 5 T»fcfls£*ft«v>-t\ ^ifs^g i tmmz&L 
ft mm*zt&mfc&mm&t&§*tLTn%tifz. 

fc. 

MA 197-l99t (7irh>— f V^nt!;vx- 

NMR (2 0 0MHz, CD C Is) ppm : 2. 33(3B, s), 2. a? 
80(3B,s), 3.66(3H,s),4.27(lE,d, J=14.5Bz), 4. 79 (IB, 
d,J=14.5Bz), 7.01-7.28(4B,m), 7.460B, dd, J=8,4Bz), 
7.57(2B,s), 7. 60(11. dd, J=8,2Bz), 7.81(11,8). 8.91 
(IB. dd,J=4,2Hz) 

jW^DD^>=4: 1) KtfU ±Efc£«(D7 
Mj& 1 64-1 6 6X: 

NMR (2 0 0MHz, CDCb) ppm : 2.46 (3H, s), 2. 
73(3H,s), 3.69(3B,s),4.21(lB,d,J=16Bz), 4.58(lH,d, 30 
J=16Hz), 7.03-7.80(9B,m), 8.92(lfl,dd, J=4.4,1.6Bz) 
^S6flI5 7 

N- C3, (hU7;p*o^^;w *>y;H 

-7, 8-ytFD— 5- (4-* h+S^xXJM 
-N, 7-y^-8-t^V-6-lf'JF C3, 4 
-b] KU^>*****3F 

##«2 6T»fcfc^*«V>T, 2feKMl£ntt££ 
ft iMT*ti^<MW«€W»tUT#6nfc. 
Itjft 195-197t: (BiX^-Zf^X-^ 

NMR (2 0 0MHz, CDC Is) ppm : 2. 80(3E, s), 3. 
66((3H,s), 3.82(3H,s),4.42(lB,d,J=14.4Hz), 4.71(1 
H,d, J=14.4Hz), 6.8-7.6(6B,m), 7.57(2H,s), 7. 81 (IB, 
s), 8. 90B, m) 

[0 10 1] $mms8 

N- C3, (b*)7)V*U*7)V) 1>z?M 

-1, 2-ytHD-N, 2 -^^^;i/-4- (4-/ 
^7xx;W «l-**V-3-lfU P (3, 4- 

c] tfu^>*;^^^H 

##«2 7Tri»&flS^*tfflViT, «S«ltB*KlJK 50 
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ft ffis-r^tss^w^fefe^tbT^^nfc. 

MA 1 6 6- 1 6 8^ (»8X^-I^;H-f^ 
*>6??£B) 

NMR (2 0 0MHz, CD C Is) ppm : 2. 33(3B, s), 2. 
80(3B,s). 3.60(3H,s),4.32(lB,d,J=14.4Hz). 4.75GB, 
d,J=14.4Ez), 7.00-7.30(5B,m), 7.57(2H,s), 7. 82 (IB, 
s), 8.65(lB,bd), 9.69(lB,s) 

N- C3, 5 -ex (MJiJiM-n^/M ^>^;W 

-1, 2, 5, 6. 7, 8-^tHD-N, 2. 7 

-hj*^;u-4- (4-^^7x-;w - 1 
y-3-euH C3. 4-c] eu^>*;v#*u-5F 

SOSK5 8T»fcft**««^T, £*SflI3 1 (N-* 
^;Hfc> *cttK^JSW3 2 GBtc) fcHWKEft fflS 

MA 1 2 6- 1 2 8t (xy^X— r*— M t tf># 

ssssa) 

NMR (2 0 0MHz, CDCh) ppm : 1. 90-2. 80(4B, 
n), 2.27(3B,s), 2.47(3B,s), 2.73(3B,s), 3.23(lB,d, 
J=17Bz), 3.50(3B,s). 3. 74(lB,d, J=17Bz), 4. 23 (IB, d, 
J=15Bz), 4.71(lB,d,J=15Hz), 6. 90-7. 30(4B, m), 7.52 
(2B,s), 7. 78(11, s) 
3£860!I6 0 

N- C3, 5-fcfX (hU7;Pt0^fJ|/) *>PM 
-7, 8-ytHn-N, 7-i?*?-)V-S- (3-* 
«7xXJW -8-tW-6-tiUK C3, 4- 

ft jWt-«t«TO-&4W#»»»fcUT#6nfc. 

IfejA i 7 8 - 1 8 ot (7-fe b>-x^;vx-T-;i/# 

NMR (2 0 0MHz, CDC Is) ppm : 2. 26(3BXl/2, 
s), 2.33(3BXl/2,s),2.78(3BXl/2,s), 2.81(3EXl/2.s), 
3.65(3BXl/2,s), 3.67(3BXl/2, s), 4.230BX1/2, d, J=l 
4.6Hz), 4.37(lflXl/2,d, J=14.6Bz), 4. 70OBX1/2, d, J=l 
4.6Hz), 4.82(lBXl/2,d, J=14.6Bz), 6.94(lB,bs), 7.1- 
7.2(3B,m), 7.4-7. 5 (3B,m), 7. 56-7. 64 (IB, m), 7.80(1 
H,s), 8.91(lB,dd,J=4,2Hz) 

[0102] ^mme i^e>7 20^11 
(T^Hfb) * *vxEifom&it!Z&mmi t&9tm\z 

N-^>v?;U-5- (4-7M07I-JW -7, 8 
-ykKD-N, 7-v*^;U-8-**7-6--fc:U 
H (3, 4-bD KU5>>*/W**tf3F 

(7SH§SHtt#) A [TLC, S i O2 (» 
KX^;P : mm : *=8 : 1 : 1) ;Rf, W 

ma 2 1 3 - 2 1 st: amx*Mfr*imu) 
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NMR (2 0 0MHz, CDC Is) ppm:2.70(3H, 
s), 3.68(3H,s). 4.00(lB,d,J=15Bz), 5. 00OE, d, J=15H 
z), 6.72(2H,n), 7.05-7.57(9B,n), 8.920B, dd, J=2,4H 
z) 

(7£ FUJESttte) B [TLC, S i 0 2 (S 
8x^;i/:S8:*=8 : 1 : 1) ; R f , *] (SS2 
Sfn^LTfcSn*:) 

213-215C (SiX^-lfjU-f^ 

NMR (2 0 0MHz, CDC Is) ppm:2.75(3H, 
s), 3.64(3fi.s), 3.89(lB,d,J=15Hz), 4. 48 OB, d, J=15H 
z), 6.82(2B,a), 7.10-7.72(9H,m), 8.930B,dd, J=2,4H 
Z) 

[0 10 3} $mM6 2 

n- (3, 5-5>*wi^>5»» -5- 

D7x-W -7, 8-ytKD-N, 7-v*^;i/- 
8-*+y-6-KUH C3, 4-b] tf'J^>*^# 

lt& i 7 8- i 8 or w^y-;i/-x^x— 

NMR (2 0 0MHz, CDC Is) ppm:2.25(6H, 
s), 2.68(3E,s), 3.67(3B,s), 4. 07 OB, d, J=14Hz), 4.7 
4(lB,d,J=14Hz), 6.51(2H,s), 6.90(lB,s), 7.05-7.59 
(6H,m), 8.91(1B,b) 

N — -5 - (4-7Wn7i 

-7, 8-^tHD-N, 7 8 

*y-6-tfUF C3, 4-b] fcr»j^>*;i/#^5 

F 

2 4 3-2 4 5*0 (^^y-^-7irh>*^^ 

£&) 

NMR (2 0 0MHz, CDC Is) ppm:2.79(3H, 
s), 3.70(3B,s), 4.33(lfl,d,J=15Hz), 5.02(lB.d. J=15B 
z), 6.28(lB,dd,J=2,8Hz), 7.0-7.6(9H,n), 8.93(lB,m) 
^S6^6 4 

N— (3, 5 -z?*5-)V1>z?M -7, 8-ykFP 
-N, 7 -i>*=?)V- 5 - (4-^^7irjW -8 
-**V-6-e»JH C3, 4-b] tfU^>#;M** 
-fr^F 

HA i 4 o - i 4 i x: (7iz h>-x^x-x^fr 

NMR (2 0 0MHz, CDC is) ppm:2.24(6H, 
s), 2.43(3B,s), 2.67(3B,s), 3.66(3H,s), 4.22(lB.d, 
J=14Bz), 4.57(lB,d, J=14Bz), 6. 55(25, s), 6.890B, 
s), 7.05-7.65(6H,m), 8.90OB.a) 
^ffi0U6 5 

N — (2-^oo^>yJW -7, 8-ytKD-N, 

y-6-tfUF [3, 4-b] ifu^>#;w#*tfsF 

HA 2 3 3-2 3 513 (7ii h>-^^/-;^6S 
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NMR (2 0 0MHz, CDC Is) ppm:2.49(3H, 
s), 2.78(3H,s), 3.70(3B,s), 4. 330B. d, J=15Hz), 5.0 
2(lB,d, J=15Hz), 6.18(lfl,d,J=8Bz), 6.89-7.65(9H,m), 
8. 91(lfl,m) 

[0 104] $mM66 

7, 8-ytHO-N, 7-^*^-5- (4-*^ 

;P7j-jW -8-**y-N- (2-hVy)V*n* 

?)V^>i?M -6 -If UK C3, 4-b] tf»J$»* 

ha 220-2221: (**/-;i/fr £«*§&) 

7 

7, 8-vtFO-N, 7-^^^;i/- 5 - (4-*7> 
)VyjL~)l) -8-^V-N- (3-hU7;WD^ 
^)V^>^M -6-lfUF C3, 4-b] fcTU^V* 

HA 13 4-1350 (**y-;v— rv^D^;i/x 

2SS60I6 8 

a? 7, 8-^t:Fn-N, 7-v^^;i/- 5- (4-*^ 

;V7x-JW -8-^V-N- (4-hU7WD^ 
T)\<1>i?M -6-fcfUF [3, 4-b] EU5»* 
F 

HA 207-20913 (**/-;w— f y^ntf;vx 

^J£096 9 

N- (2, 4-i?7)l*U^>i?)l) -7, 8-ytK 
n-N, 7-y^fJl/-5- (4-^f;V7x-;V) - 
8-t*V-6-fcfUH [3, 4-b] tfU^>*^* 
30 WSH 

ItS 1 9 8-1 9 9t (7-feh>-^^/-;^6S 
&£) 

^56097 0 

N- (2, 6-y7Ro^>») -7, 8-^tF 
D-N, 7-y^^-5- (4-^^;V7x-;W - 
8-**V-6-K'JF C3, 4-b] fcrys?>*;w* 

StS 2 4 2-2 4 313 (7-feh>^e>^S) 
[0 1 0 5] HJ£0)7 1 
40 N- (3, h-i?7)V*U^>i/)V) -7, 8-i^fcF 
n-N, 7-x^5 L ;P-5- - 

8-**y-e-KUH C3, 4-b] tru^>*^# 

^it^F 

HA 2 1 0-2 1 213 (7ir F>-X^;iX-x;l^ 
^SfeW7 2 

N- (3, 5-y^DP^>yJV) -7, 8-ykFn 
-N, 7-v^^-5- (4-^^7x-JW -8 
-^y-6-bTUF [3, 4-b] fc!U^>*^## 
50 -**F 
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i 6 2 - i 6 3r (y-fe h >-x^;vx-x;v^ 

HE&097 3 

N- C3, 5 - tfX (hU7;Wn^f^) ^>v;W 
-5- [4-N- [3, 5-fcf* (bV7)l*U*? 

7, 8-vtFD-N, 7-5**9^-8-***/- 6 
-KUH C3, 4-b) KU^>*JW«**5H 
»#«2 9T#6n&ft^»iN- [3, 5-fcfX (h 

itjft i 9 o-i 9 it: rv^ntr^x 

NMR (2 0 0MHz, CDC Is) ppm:2.78(3H, 
s), 3.02(3H,s), 3.62(3H,s), 4. 05-4. 35(lH,m), 4.70- 
5.00(3H,m), 7.30-7.90(12H,m), 8.95(lfi,dd, J=4.2,1.6 
Hz) 

[0 10 6] §feS60I7 4 

n— C3, (hU7;^o^^;0 *>i?M a? 

-5 - (4-A;W*->7x-;W -7, 

-N, 7-v^^;i/-8-^V-6-tfU F C3, 4 

3tt«7 3Tll6hfcft6* (0. 3 7g) % 
(1 2ml) Scfctffim (1 2ml) aB£tt*»TF 
6HMB«#U&. &«£W£U SfMlN-NaO 

#Lfc. *H»C«tUt*lllATpH2-3.K:P»U * 

(1 2 lmg) 

3 0 1-3 0 2*0 (THF-fV^D^x-f 

NMR (2 0 0MHz, CDC h+DMSO-de) p 
pm : 2.80(3H,s), 3.67(3H,s), 4.44(lH,d, J=14. 5), 
4.58(H,d, J=14.5Hz), 7.27(lE,m), 7.40-7.60(3H,m), 
7.59(2H,s), 7.82(lH,s), 8. 03(2H, t-1 ike, J=7.9Hz), 
8.94(l£,dd,J=4.2,1.8Hz) 

[0 1 0 7] $mW7 5 
N- C3, 5-tfX (hU7**D^*) 'OvJK) 40 
-7, 8-ykHo-5- (4-^h^>M#-^7 
i-W — N, 7-^^-8-t*y-6-tfUH 

C3, 4-bD fcfU^>*;P#^5H 
*««7 4T»&ttfcflS-&tt (5 0mg) tTHF (1 
5ml) ©S^ftl:>?7^^> (ifflW) OlfJU- 

x;i48«£inj*-fc. i^MT3 0^tm 
mm&mm&mis* mmit^mom&m^ (2 5mg) 

ma i 2 3 - 1 2 s t: (»»x^-> r v >*□ tr;px 
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NMR (2 0 0MHz, CDCls) ppm:2.81(3H, 
s), 3.67(3H,s), 3.97(3H,s), 4.28(lH,d, J=14Hz), 4.7 
5(lH,d,J=14Hz), 7.25(lH,m), 7.4O-7.60(3H,m),7.55<2 
H,s), 7.79(lH,s). 7.85-8.02(2H,m), 8.94(15, dd, J=4. 

0. 1. 8Hz) 

[0 10 8] &JSW7 6 
N- C3, 5-lfX (MJ7MD^^) ^>v;W 

^*-8-**V-6-K0H C3, 4-bD fcTU^ 

#»«3 0T»6nfcft*«tN- [3, 5-fcfX (h 

sdKm ^antttcnsoEft (t^fa;) , oars 

NMR (2 0 0MHz, CDC Is) p pm : 0. 8-2. 6(1 
IE, in), 2.97(3H,s), 3.55(3H,s), 4. 47 (11, d, J=14Hz), 
5.28(lH,d, J=14Hz), 7. 50-7. 62 (IB, m), 7. 93 (IB, s), 7. 
95(2H,s), 8.40-8.50(lfl,m), 8. 90-9. 00 (IB, m) 
[0 1 0 93 &%Ml 

5- (4-7MD7x-Jl/) -7, 8-yhFD-7 

-^»-8-t^V-6-^'JH (3, 4-b) fcfU 

5»***>M 

#&1 

Xgl 

2, 3-KU5>>5>*^#>M*fc (16. 5g) t 
7)l*W<>1£> (1 2 0ml) ostium, m& 
T> *&**6fc7;i/5xSA (23. lg) zmtto r 
*a-&**jinjisasET3i»iB^**«fca, »»u & 

^TpH2-3£U MSX^TttltiLfc. ttffi^^ 

ttiftft. ««t*«*T*i:3- (4-7;i/^n^ 

>y^;w - 2 -ku >m#*s«m d 

1. og) tiT#enfe. 

MA 1 5 2-1 5 3"C (^^/-^-RRX^S 
WfeS) 

NMR (2 0 0MHz, CDC h) ppm : 7. 35(2H, t-1 ik 
e,J=8.8Hz), 7.68-7.80(3H,m), 7. 99 OB, dd, J=l. 8, 7.6H 
z), 8.84(lH,dd,J=1.8,4.6Hz) 
JM2 

I8n?»ftft*tt (1. 50g) 0y^DP^^> 
(2 0ml) JgKEfciftfls^*-^ (1. 8ml) £DMF 

um £ira>L> in&itsfcT* 4o»m»*M&. ® 
«s«*u nmm**J9uu**> (ismi) 

Lfc. ^(DSI$N-^^Uy>^>^X7f^ 
(1. 3 0g) , hUX^;P7^> (3. 5m 

i) *«t^DD^^> (20ml) (Dm^mzm^ 
Mxw-piiaLft. 4Attw&ttM*x:j-h 
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- N - * 2 - K U 5* >tl)l,tftt* 

KOTSttft (1. 9 4g) tVT&Zntz. 

NMR (2 0 0MHz, CD C Is) ppm : 3. 13, 3. 19 (each 

3H,s), 4.20,4.30(eachlH,s), 5. 18, 5. 25 (each lfl,s), 

7.12(2H,m), 7.22-7.50(5H,m), 7. 22 OH, dd, J=l. 8, 7.6 
Hz), 7.75-7.90(2H,m), 8. 39 (IB, dd, J=1.8,4.8Hz), 8.7 
4 (IB, dd,J=1.8.4.8Hz) 

[0 110] XS3 
Xg2T#fcflS^«& (1. 9 4g) > h;i/X> (10 0 
ml) , fccfctfl, 8->?71flfv^n [5. 4. 0] - 10 

7-V> : r±> (0. 8 3 Ml) <Bfi^*£flDj*Jffi8T2 
»IB***tffc. &££g3:U SWfefclttX^* 

Sj«^e*-r^t5- (4-7KD7xr 
;i/) -7, 8-ytKD-7-^-8-t^V-6 
-fcTUF (3, 4-b) bTU^>^;^>K ^>i?)V 
XX^Jl^StfilgS (4 4 0ng) il/r»&n&. 

2 1 7 - 2 1 8TC W*y-*-l»X^*6 

IftiA) 

NMR (2 0 0MHz, C D C Is ) ppn : 3. 63(3H, s), 5. 2? 
06(2H,s), 7.02(2H, t-1 ike. J=8. 8Hz), 7. 07-7. 38(7H, 
■), 7.48(lfl,dd. J=4.2,8.4Hz), 7.55(11. dd, J=l. 8, 8.4H 
z), 8.92(lH,dd,J=1.8,8.4Hz) 
Xi@4 

If3T»fcft4ft (1 0 Ong) , lOV^y^AS 
* (5 0m) (5 Ong) , (5ml) *3<fc 

OTHF (1ml) ©B^»£***H»T* 2 0#f83fr 

ft^Bw^eiea (6 emg) <hLT#s>nfc. 

HjA 2 3 8-2 3 9TC W*;-^-|«If^6 » 
BftSB) 

NMR (2 0 0MHz, DMSO-ds) ppm:3.53(3H, 
s), 7.21(2H,t-like, J=9.0Hz), 7.39(2H.m), 7.45-7.61 
(2H,m), 8.68(lH,dd,J=1.8,4.0fiz) 
7C*#*HI CieHnNiO.F • 1/8H 2 0£UT 
ffttMt C, 63.95; H, 3.73; N, 9.32 
mm* C, 63.91; H, 3.57; N, 9.32 

[0 111] *fe2 
Xgl 

3- (4-7;v*n^>v^f;w -2-KUs?>*;k# ^ 

>8 (19. 8g) ©y^DD^^> (2 0 0ml) St 
fcJM^a-X* (2 9. 1ml) tDMF (1«) £in 

^dd^> (10 0ml) MBftlfc. J1©»«€N 
-^^Ti/Tth-h'J^ &S& (9. 46 
g) > h'JX^75> (3 3. 7ml) iitf^QD 
(1 5 0ml) CDg^felcm, lilTl 6«n^ 
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3- (4-7/U*D^>*Af>» -N-*?*-2-K 
U^>*^#t*5H#«l«»(2 2. 8g) tVT& 

en*:. 

NMR (2 0 0MHz, CDCh) ppm : 3. 16(3HXl/3, 
s), 3.21(3HX2/3,s), 4.44(2HX2/3, s), 4.55(2HX1/ 
3,s), 7.17(2H,t,J=8.4Hz), 7.50(lH,m), 7.85(3H,m), 
8.75(lH.dd,J=1.6,4.8Hz) 
X§2 

IilT#ftft^» (2 2. 8g) * hJPX> (30 0m 
1) , £<fctfi, 8 -v7iffcf->*n [5. 4. 0) - 

7- ^>xir> (13. 2ml) <&g£fc£iO»J8»Tl 

eftia^fri-fffc. «afc«*u as*iw*£;&o;tflr 

^Ttt^t-StS- (4-7MD7X-JW -7, 8 
8 -***7 - 6 - fcTU K 
C3, 4-b) KU^>***=^hU 

(i4. 9 g) tur»&nfc. 
&j£ 2 3 1 -2 3 213 w?;-;^^Dn^^> 
- xy^x-y/r* efitto) 

NMR (2 0 0MHz, CDCh) ppm : 3.92 (3H, s). 7. 
29(2H, t-1 ike, J=8. 8Hz), 7. 36-7. 48 (2H, m), 7. 60 (1H. dd, 
J=4.2,8.4Hz), 7.71(lH,dd, J=1.8,8.4Hz), 9.04(lH,dd, 
J=1.8,4.2Hz) 

[0 112] Xg3 
Xe2»&{fc£tt (14. 3 7 g) , X^/-;V (1 0 
0ml) , S^tMN^afl^HJ^A (10 0ml) (DM 

att«tClN-iOI«inATpH5K:llSU tfUttA 
fc^iBL*:. ^^y-^*ckr;x^;px— r;vT« 

#"T*4:, 5- (4-7WD7i-;W -7, 8-5* 
t HD-7-^^;P-8-^*V-6-tfU H (3, 4 
-b] bfU^>*^***5K3W«fttl» (14. 8 5 
g) tLxnttlft. 

3 2 9-3 3 Ot: W>;-*-^DD^» 

-xy/fct-wi* *>M*§&) 

NMR (2 0 0MHz, DMS O- de) ppm : 3. 56(3H, 
s), 7.25-7.55(5H,m), 7.66(lfl,dd, J=4. 2, 8. 4Hz) , 7.86 
(lH,bs), 8.11(lEbs), 8.83UH,dd, J=1.6,4.2Hz) 
Xg4 

rMz^nft^m (2. 3 6g) sjctfatts (so 

ml) vm&mz, MWR^-hU^A (15. Og) 

JDA, 8BAU!>A*TpH3tU &«£@*Lfc. 
3£S&£7>/t-^< hXAD-2 £JB»T* : X*/ 
(1 : 0-0 : 4) T&Hir« 
(0. 8 2g) tVXftZtlft. 
[0 113] ##0*2 

8- (4-7WD7x-JW -5, 6-5>fcKn-6 
-*y/U-5-**y-7-KU H C3, 4-b) 
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xmi 

^#**/*?2x (4. 2g) tf)THF (2 0ml) tUtmz 

7)v*>&m%*. t& «#t> svm mm*) z 

iDA, - ya^-4-y)V^-a^>^> (2 

2. 8g) OTHF (6 Oil) «tt«Wtal/. 3 0^ffl 
frg&tftt. 2, 3-tf^^>i?*;l/#> 

(2 0. Og) COTHF (10 0ml) j&ifcKg 

t«*fctttf (pH64-5fcW» > IMx^l/rJ* 

ml*. »aiK«m NJHfc »*««*r*£3- it? 

aPaflttttflJ (2 5. 8g) &LT#&nfc. 
NMR (2 0 0MHz, DMSO-de) ppm : 7. 31 (2H, t 
-like, J=8.8Hz), 7. 60-7. 75(2H, m), 8. 84(1H, d, J=2. 5H 
z), 8.88(lH,d,J=2.5Hz) 

*{t&mzftmik?\z^mKfc\zmm Lit. 

IilTitft^* (1 5. 8g) 0^>-tf > (2 0 0 
ml) MMfcfctfc^x^ (3 5ml) £DMF (lffi) 
fcln*.. MMMnF 2 &«£W£U a? 

SlftSTHF (5 0ml) fcJMPLfc. £0>?&f££N- 
^fM>J-»I?JHXT* tit (1 5. 0 
g) , h'JX^7$> (3 0. 0ml) fciztfTHF 
(8 0ml) <DM£®}*tiQ7L, tflTl 6 

ubfc. ttt&K«*tink *tn*m em mm 

?77J- (A+t>:ft|X^=l : 2) TiRST 

sfjwwk* (5. 0 7 g ) turfcsftfc. 

NMR (2 0 0MHz, CDCh) ppm : 1.31 (3H, t,J=7. 
2Hz), 3.19(3H,s), 3.22(3H,s), 4.18-4.33(4H,m), 7.1 
6(2fi, t-like,J=8.7Hz), 7.95-8.10(2H,m), 8.59(2H,m) 

[0 114] X@3 
Ii2T#ftfc6ft (5. 0 7g), HPX> (150 
ml) ££#1, 8~^7iffcfv-^D C5. 4. 0] -7 
-*>5rir> (2. 5ml) OS^tt^AiilHiflETl 6« 
H**SHrfc. EiS«ft«tB*k:lnA (pH4-5[c 

US) , MWx^-THFTttfflLfc. «6m^«^fP 40 
*t*Tft»U ttjift. &&£W£Lfco Mttft*' 

: 7*h>=l 0 : 1) T3fit«T££8- (4-7 
-5, 6 5 
-**V-7-KUH C3, 4-b] K5^>*^*> 
■x9^XXx^tf»*fi»a (1. 2 1g) ^Itff) 

lljft 221-222^ (SIX^-THF-Xf^ 

NMR (2 0 0MHz, CDCh) ppm : 1.04(3H, t,J=7. 50 
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2Hz), 3.70(3H,s), 4. 15(2H,q, J=7.2Hz), 7.16(2H,t-li 

ke,J=8.7Hz), 7.27-7.40(2H,m), 8.87(2H,s) 

Xg4 

iS3Tr»fcfls£« (i. log) , x^y-;M2 5 

ml) , THF (2 5ml) 1 N - NaOH (13m 

i) oa£**toMBttTi*m*e£tffc. e*** 

#tK«jD*TpH3-4iU NaClTffifa 

a*, »«x?;«»iHUfc. 
■srt&MMMriffM&ttJi (o. 9 3g) ttt 

ifcjS 247-249t: (THF-X^X-fM^ 

NMR (2 0 0MHz, CDCh) ppm : 3. 75(3H, s), 4. 
95(lfl,bs), 7.14(2H,t-like,J=8.8Hz), 7. 34-7. 48 (2H, 
m), 8.83(lH,d,J=2.0Hz), 8.85(lfl,d, J=2.0Hz) 
7G*#*HI CxsHioNbOsF • 0. 2H 2 Otbt 
IHM C, 59.49; H, 3.46; N, 13.87 
^iM C, 59.59; H, 3.71; N, 13.72 
[0 115] 0#«3 

4- (4-7WD7xXJ» »1, 2-ytHD-2 
-^^-l-t?V-3-t!UH [3, 4-c] tfU 

xgi 

3, 4-KU^>^***>WfcMfc (8. 50g) t 

7)v*w<>v> (nomi) omsmzmm. tm 
T> m*&fc7)V$-*?J* (12. og) fcinfcfc. s 

**«V>TpH4£U «HU8«5«rt-*£3-- (4 

feign (1. 5 1 g) £LT#e>nfc. 

3 0 5-3 1 or (#*» (^y-^-sn 

NMR (2 0 0MHz, DM S O — de) ppm : 7. 36(2 
H,d, J=8.8Hz), 7.76(2H, t-1 ike, J=8. 0Hz), 7.88(lB,d,J 
=5.2Hz), 8.73(lH,s), 8.940H, d, J=5. 2Hz) 

»ft«fcintt», ftjift. ^^®S*r^>t4- (4 

(2. 2 7g) tLT&ZtlTz. 

2 1 7 - 2 1 91c -)V- x^;i/x-^;v 
3&>^s«sa) 

NMR (2 0 0 MHz, DMSO-de) ppm: 7.35(2 
H, t-1 ike, J=8. 5Hz), 7. 53(1H, d, J=5.0Hz), 7.75(2H,m), 
8.92(lH,d,J=5.0Hz), 9. 17 OH. s) 
1M2 

HlOfftTi6n^4- (4-7^*0^>V/-f 

/W - 3 - tf u> ? >^;^>^^n-^5 1 ;u^u v>x 
f^XXf^tltS«ViT#««2, xa2imi*c 

ej£, ffla-r*tN-xh*^*^#xj^^-4- 
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NMR (2 0 0MHz, CDC Is) ppa : 1. 29(3H, t, J 
=7.0Hz), 3.07(3H,s), 4.16(2H,s), 4. 22(2H,q, J=7.0H 
z), 7.16(2H,t-like, J=8.0Hz), 7.27-7.37(lH,o), 7.81- 
7.87(2H,m), 8. 75-8. 82 (2H, a) 
X@3 

Ii2T#fcft§Hltl, 8 -vTlfHS^n [5. 
4. 0] -7-£>?1:>ftm>T##«2* Xg3<h 
IMfcEJfc ffi3®-f*i:4- (4-7*tD7ir*) JW 
-1, 2-ytHD-2-^-l-t+V-3-lf 

UP C3, 4-c) eu^>*;p#>»x^;pxxT-;p 

HjA 158-I60t <l«x^->fy:/ni£;ioc 

NMR (200 MHz, CDCls) ppa : 1.0K3H, t. J 
=7.0Hz), 3.61(3H,s), 4.10(2H,Q, J=7.0Hz), 7.03(lfl. 
d,J=5.6Hz), 7.13-7.34(4fl,a), 8.69(lH,d, J=5.6Hz), 
9.69(lH,s) 

Xg4 20 
IS 3 -e%tz.fc&Vi}iim{£ir V U * t*T#* 

HjS 2 4 6-2 4 7*0 (##) (THF-^^/HI. 
*>S>lUIBa) 

NMR (2 0 0MHz, DM S O- d 6 ) ppa : 3.54(3 
H,s), 7.00(lB,d,J=5.6Hz), 7. 33-7. 38 (4H. a), 8.69(1 
H,d, J=5.6Bz), 9.46(lH,s) 

THfciWfli Ci6HnN 2 0 8 F • 1/4H 2 0£LT 
ttM: C, 63.47; H, 3.83; N, 9.25 30 
&mm: C, 63.37; H, 3.80; N, 9.30 
[0 116] ##034 

4- {A-DV^uy^-M -1, 2-ytHD-2 
-^^-l-t*V-3-t:iJH [4, 3-c) tru 

xei 

•Af/w -4-bru^>*;p#>»tN-^^;^u^ 
3- u-ytv^woV'tM -N-^^;i/-4-tr 

NMR (2 0 0MHz, CDCls) ppa : 1. 31 (3H, t, J 
=7.0Hz), 3.00(3H,s), 4.20(2H,s), 4. 24(2H, q, J=7.0H 
z), 7. 18C2H, t-like, J=8.0Hz), 7. 40-7. 48 (IB, m), 7.85- 
7.92(2H,m), 8. 77-8. 86 (2H, a) 
Ig2 

I8n?»ftft§»tl, 8 -vTIf fcfS^D C5. 

4. o) -7 -v>tt>*m^T&zm2, xm3t 
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-l, 2-s?t hd-2-^^;v- i -^v~3-tr 

UH C4, 3-c) t!Uy>*i«>Sx^XXfJP 
MA 181-183C (Mlxy*-^ v 7n tf;px 

NMR (200 MHz, CDCh) ppa : 1. 0K3H, t, J 
=7.0Hz), 3.63(3H,s), 4. 09(2H,q, J=7.GHz), 7.14-7.38 
(4H,m), 8.26(lH,d,J=5.4Hz), 8.63(lH,s), 8.75(lB,d, 
1=5. 4Hz) 
Xg3 

Ii 2 T#fcft£«5 h U *>A*£J8lr>T0# 

#12, xa4tw«fcRjk 

g*£ 2 9 4-2 9 513 (##) (THF-/^y-;V 

NMR (2 0 0MHz, CDC Is) ppa : 3. 55(3H, s), 
7.31-7.45(4E,m), 8. 13(11, d, J=5.2Hz), 8.47(l&s). 
8. 73(lH,d, J=5.2Hz) 

Ttmftffim CisHuNjOsF • 1/4H 2 0 
ftJM: C, 63.47; H, 3.83; N, 9.25 
Hilltt: C, 63.48; H, 3.82; N, 9.35 
[0 117] ##0J5 

5, 6-$?fcFn- 6-*^;i— 8- (2-^Wx 
-5-^y-7-bTUH C4, 3-b] KU5> 

Iil 

2, 3-eU5>>$?*^#>W**4fe (5. 9 6g) t 
2-^D^Eh;i/X> (8. 2g) SfflViT, #%fl!2, 

xai <yux*-/kRj» tH«fcs«u «a-r*t 
2- (2 -^^;i/^>y-r;i/) - 3 -t:u^>^;i/^> 
&<h3- (2-*^;^>y-f;w -2-ku$?>** 

(6. 4 5g) tlTS^n 

XS2 

l8lT*fcftft» (6. 4 5g) tN-*^)V7^/ 
7thXhU;Pfigfi (3. 7g) fcjflUT, ##«1 
-*S2, Iil (75HftSJ» fcHWfcEJfc fflS 
ntN-y7y^f;WN-^^-2- (2-*^ 

;ws>y-r;w - 3 -tfu^>*^#**s HtN-s/ 
7/^f;v-N-^^-3- (2-^^;p^>y-< 
;w -2-t?u^>*;p#**5 H©«^*«Jtt** < ' 
(7. 5g)£LTften*:o cttb^ttttfltatt-ra 

©X»B6K:««L&. ) 
Xg3 

Ii2T»ftft*» (7. 5g) (hi, 8-i?7ifHe/ 
[5. 4. 0] ~7-»>>x-fe> (4. 0ml) £ 
EV>T> ###5 1-^2, 112 (ft*BB3RE£) t 

nwicsft (h^x>4«, 4ff»ninmsK) u ->u# 

yM1^7A^07h^77>f- t^**>:B 
Sx^ (2:1-1:1) -7irh>] KttLtfttfl 
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-8- (2-^^7i-;W -5-**v-7-tru 
h [4, 3 -to try^>*;v#nhu;^*fi«sa 

(3. 5g) fcbTff&nfc. 
HjA 216-218t dttl^-< yyntr^x 

NMR (2 0 0MHz, CDC 1 s) ppm : 2.12(3H,s), 
3.87(3H,s), 7.26-7.44(4H,m), 7. 540B, dd, J=4. 6, 8.1 
Hz), 8.78(lH,dd,J=1.8,8.IHz), 8.97(lfl,dd, J=1.8,4.6 
Hz) 

*®£«*&7, 8-$>kFn- 7-**W-5- (2 
-^f;P7x-;W -8-t+V-6-ifUH C3, 4 

-b] tru^>*;i/#-NU^«fii8a (2. 4g) 

HSuH 238-240<C (SfiX^ &¥HM) 
NMR (2 0 0MHz, CDC Is) ppm : 2. 12(3H, s) , 
3.92(3H,s), 7.34-7.59(6H,m), 9.02GB, dd, J=l. 8,4.4 
Hz) 

[0 118] xm4 
XS3T#&5. 6 -yt Kn- 6 -*T)V- 8 - (2 
-pC^;i/7x=:;W -5-**V-7-bfU H C4, 3 

-b] tru v>#;i^xhj;M3. 5g) tiN-N 

aOH£/8V>T* #*«l-*ft2, XS3 (**## 
Kfc) tHStfcJEfc (x^y-;p*. i6«F^Jrajgi5S 
flE) , »a-r*i5, 6 -^tHn- 6-*?^- 8 - 

C4, 3-b) KU^>**#**3 H^«fi«SS 

(2. 2g) iUTffSn^. 
BLrilL 3 1 5 - 3 2 0<C (**/-;i^SB«8S) 
NMR (2 0 0MHz, DM S O- de) ppm : 1. 98(3 

H, s), 3.56(3H,s), 7. 17-7.26(4H,m), 7.54(11, dd, J =4. 
4, 8.0Hz), 7.80(lfl,bs), 8.04(lfl,bs), 8. 62 (1H, dd, J= 

I. 8,8.0Hz), 8.82(lfl,dd,J=1.8,4.4Hz) 

xms 

Ii4Tf#&fcfift (2. 2g) fcUl (3 0ml) © 
»£-*fc«f*T* OTCTSfflW-hUSA (5. 2g) 

fc«. Mt h »J D Atfl^T p H 5 ft Vil/ 6 t Lfc. 

(0. 8 3g) tbTi^nfc. 

2 6 8 - 2 7 313 <3H» W^y-^-THF 

js»£»*ss) 

NMR (2 0 0MHz, DMSO-de) ppm : 1.96(3 
H,s), 3.53(3H,s), 7.08-7.14(4H,m), 7. 34 (IB, dd, J =4. 
4,8.0Hz), 8.50(lH,dd, J=1.2, 8. 0Hz), 8.69(1B, dd, J=l. 
2,4.4Hz) 

S I -MS, m/z : 2 9 5 (M+ 1) * 
[0 119] ^#016 

5- (^DD-2-/^7i-JW -7, 8-yt H 
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D-7-^-8-t+y-6-lfUH C3, 4- 

b) tru^>*^#>«*j:t^©att# 
xgi 

7, 8-yth'D-7-^^l/-5 - (2-^Wx 

x;w -8-**y-6-eu h C3. 4-b) tru^ 

>*J«-h'J;l/ <#*ff5. Xg3) (2. 4 0g) 
tlN-NaOH*»OT» ##0U-;£&2, Xg3 

(in*#S?£jS) £n*fcEj& (x* 16^ 

i0 ;U-5- (2-^W7x-W -8-^V-6-tT 
UK C3, 4-b) KU^>*^#**5H^*fllia 

(i. 5 7 g ) tLxmzntt. 

3 0 5-3 0 7t: W*y-^-THF*5S» 



NMR (2 0 0MHz, DMSO-de) ppm:2.01 
(3H,s), 3.57(3H,s), 7.20(lB,dd, J=l. 6, 8. 2Hz) , 7.26- 
7.36(4B,m), 7. 63 (1H, dd, J=4.4,8.2Hz), 7.78(lfl,bs), 
8.04(lB,bs), 8.82(lB,dd,J=1.6,4.4Hz) 

xm2 

20 IllTfftlfcS* (1. 5g) tmSk (3 0ml) 0 
M&®\zm&T, OtJTMWW-MJfrA (7. Og) 
£'>*^OjD;L*:. ^OBftft«aiT2 0l»|lll»«S 

fc. ffWttJBfcSMU 5«7>/t-WhXAD- 

•) ^feuss (o. 9g) tLTfen^. 

■jft 2 9 0 - 2 9 5<C iSiim (;**/-;l—THF 

NMR (2 0 0MHz, DMSO-de) ppm:1.97 
30 (3HX2/5,s), 2.03(3HX3/5,s), 3.56(3H,s), 7.11-7.4 
7(4H,m). 7.54(lfl,dd, J=4.2,8.2Hz), 8.680H, dd, J=l. 
6,4.2Hz) 

S I -MS, m/z : 3 2 9, 3 3 1 (M+l) + 
[0 12 0] P%m7 

N-^^;i/~4 - (2-tf'JiW) -3-^U>M 
XS1 

2- (2-75/<*> % /-f/M t!'Jy> (2. 0 g) t 
ih^y^fl/>7P>8i;x^ (2. 7g) co^-& 
40 13 or, 1 6P*IB**3;-lffc*. «tU«A 

(3. Og) £ <2>|tA tftto U A 

(1. 8g) , DM SO (30ml) (DMS®* 1 8 0 
- 1 9 0tT2BIBM3s«ft. S««»«6»9tt. 

7A^D7h^77>f- (^t>:K8lfJ|/=l : 

2) icfrr£4- (2-tfu^) -3-*/y>** 

#>lXfWXfMJ*fi»i (1. 2 8g) tLT 
50 BUS 7 0tl (x^X-^-A,^>»6|MlA) 
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NMR (2 0 0MHz, CDC Is) ppm:1.07(3H, 
t,J=7.2Hz), 4.16(2E,q,J=7.2Hz), 7. 35-7. 55 (4H,m), 
7.70-7.95(2H,m), 8.21(lH,d, J=8.4Hz), 8.79(lH,d,J= 
4.4Hz). 9.46(lH,s) 
1M2 

IilTSfcfc^* (1. 19g) t4 0%*^)V7* 
>*?J-)Vm6L (3 0ml) *ajaT3BIB^**-ff 

awn?*** ssft^ft^ 

*tfi«6S (6 6 6mg) tLX^Hft. 10 

»/£ i 7 i - 1 7 2 tc (»tif;i/-< v y n tf ;vx 

NMR (2 0 0MHz, CDC Is) ppm:2.72(3H, 
d,J=5.0Hz), 6.33(lH,m),7.40-7.55(4H,ii), 7.70-7.95 
(2H,a), 8.17(lH.d, J=8.4Hz), 8.79UE,n). 9.17(l&s) 

7C3S^«T« CieHisNsO • 0. IH2O 
tW« C, 72.49; H, 5.02; N, 15.85 

mmm c, 72.47; h, 4.83; n, 15.71 

[0 12 1] ##0H8 

4- (4-7^tD7i-JW -6. 7-yk Fn-6 a? 

7 -**v- 5 -^x/ C2, 3-c) tru 

Igl 

2, 3-f*7i>^*W>it*» (1. 98g) 

t^;i,^D^>if> (30ml) <ds£»k£»«# 
t> m*&fc7)v=i-'yji± (2. 7g) zmzit. eje 
&£tteiniftBflrF3. 5«n^#s«fc«« iwu 

fcttWS. ^OS^ttSBKX^Tfflffl 

3- (4-7)l*WOV(M 30 
x>#;i^ (3. 2 1g) <!:LT#Sn 

KjA i52t (x^x-x;!/-- f v^Dbr;wx—r 

NMR (2 0 0MHz, CDC Is) p p m : 7. 10-7. 30 
(3H,i), 7.66(lH,d,J=5.2Hz), 7.80-7.95(2H,m) 
X@2 

IllTSm* (3. 2 1 g) CDTHF (6 0m 
1) \Z&{t***fV)V (1. 7ml) tDMF (5Sf) 

£fiT3 0#a^£ir*:. £**£®*U 49 
MTHF (2 0ml) KStfLfc. uOSt^N-^ 

^;^'jy>x^xxf;mi (2. 5g), HJ 

X^;i/7^> (4ml) ;fc£tfTHF (5 0ml) ®a 

77>f- (A^>:B8X^V=1 : 1) \Ztt?tH 
-xh^y^il/toM^- 3 - (4-:7;i/*n^> 
*/*f/» -n-*^- 2 -ft7x>*m^$ h 

tfifittft (0. 9 8g) £LT&*>ntt. 50 
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NMR (2 0 0MHz, CDC Is) ppm:1.27(3H, 
t,J=7.1Hz), 2.99(3H,bs), 4.05(2H,s), 4.19(2H,Q,J= 
7.1Hz), 7.05-7.30(3H,n), 7.45(lH,m), 7. 80-7. 95 (2H, 
a) 

[0 12 2] 183 
Ig2T§m» (0. 9 8g) , b)VX> (5 0m 
1) fcitfl, 8-^71ftfv*D [5. 4. 0) -7 
-0>5"±> (1. 5ml) ^S-&«SrJJ0JSffl«rF3«r 

7h^7>f- : »Rxf;H 1 : 1) \Ztt 

-Tt4- (4-7WD7IXJW -6, 7-^tHD 
-6-^^-7-^V-5-W; C2, 3-c] 

tru ^^j«>kx^xxt^ 

1 4 5-1 471: (RiX^-^1f>d^B 

*§n) 

NMR (2 0 0MHz, CDCls) ppm:1.01(3H, 
t,J=7.2Hz), 3.65(3H,s),4.10(2H,q,J=7.2Hz), 6.92(1 
H,d,J=5.1Hz), 7.13(2B,t-like,J=8.6Hz), 7.25-7.40(2 
H,m), 7.67(lM,J=5.1Hz) 
Xg4 

Ig3T^m* (3 0 4mg) £»^T* 

2, xa4£mafcR* (*»*##££) > nm-rzt 
mmik&mtfimBM* (2 4 0m g ) ti/ra&nfc. 

2 0 5 <C (BSx^V- -f V y n KiPX-y A* 

*>?s*S£) 

NMR (2 0 0MHz, CDCls) ppm:3.70(3H, 
s), 6.93(lH,d,J=5.3Hz),7.14(2E,t-like,J=8.6Hz), 7. 
37-7. 49(2H, ■) , 7. 70(1B, d, J=5. 3Hz) 
TtmftVtfc CisHioNOsSF 
tHM C, 59.40; H, 3.32; N. 4.62 
C, 59.24; H, 3.42; N, 4.55 
[0 12 3] #%039 

7- (4-7MD7XXW -4, 5-i?tHD-5 
-^^-4-^V-6-^xy C3, 2-c) fcfD 

*«8X82fcnaiaRJk «H«fcN-Ih**/* 
JM*x;M^-2- (4-7)V*U^>V'(M -N 
3 -ft7x>*M^rt$ PjPKJMMMR 
mhhT%*>tl1t. (1. 4g) £ffiV>T#^ 

M8X&3&n«K:EJfe Oar* 4:7- (4-7^* 
D7iXJW -4, 5-5?kHD-5-^-4-t 
+y-6-?I/ C3, 2-c] K"J5?>***MiX 

^x*7^#*teieB (i. 2 7g) tit^^n 

MjK 1 2 7- 1 2 9C (BtX^-f y^n tf;i/X 
NMR (2 0 0MHz, CDCh) p pm : 1. 01(3H, t, 
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J=7.2Hz), 3.63<3H,s),4.10(2H,Q, J=7.!fflz), 7.14(2H,t 
-like, J=8.7Hz), 7.35-7.50(2H,m), 7. 36(1H, dj=5. 3H 
z), 7.73(lH,d,J=5.3Hz) 

*If*XXW (1. 0 8g) SJH^T. ^#098X 

(0. 6 5g) <hLT#6>n*:. 
Itjfi( 2 3 3*0 (IHXf^-THF-<yyDK*Z 

NMR (2 0 0MHz, CDC Is) p pm : 3. 69(3H, 
s), 5.08(lfl,bs), 7.14(2H,t-like,J=8.8Hz), 7.33(1H, 10 
d,J=5.4Hz), 7.43-7.55(2H,m), 7. 70(lfl,d, J=5.4Hz) 
[0 124] ##0U 0 

7- (4-7WD7i-;W -4, 5-^kHn-5 
-*^-4-**7-6-^xy [3, 4-c) KU 

3, 4 -f^7x>y*M>ti*fe?£fliRg82:l / 

xgi a? 

4- (4-7)l*W*>*MM -3-ft7x>M 

■A 16 1 — 16 2*C (SKx^-f v 7n fcf^x 

NMR (2 0 0MHz, CDCh) p pm : 7. 18(2H, t- 
like, J=8.6Hz), 7. 76(lfl, d, J=3. 3Hz), 7. 80-7. 95 (2H, 
i), 8.39(lH,d.J=3.3Hz), 9.90(lH,bs) 
Xg2 

N-xh^r->^;P3p-;^^;i/-4- (4-7;p:*o^ 

>*Af;W -N-^W-3-^7x>M^ 30 
H 

XM6ttKtt (ffi©^-r«c*XigS^lc«ffiU^o ) 
Xg3 

7- (4-7W07x-iW -4, 5-yfcHo-5 
-*?)V-4-**y-6-3 L x; [3, 4-c) tfU 

NMR (2 0 0MHz, CDCh) p pm : 1. 00(3H, t, 
J=7.2Ez), 3.52(3H,s),4.07(2H,q, J=7.2Hz), 7.05-7.20 40 
(3H,m), 7.30-7.45(2H,m), 8.420H, d, J=2. 6Hz) 
Xg4 

7- (4-7WU7X-J1/) -4, 5-ytHn-5 

-^f;v-4-t^y-6-5 : xy C3, 4-c] tru 

Bkjft 2 1 7-2 1 8<C (|»X^->fvyD^X 

-t^ss*s&) 

NMR (2 0 0MHz, CDCls) ppm:3.58(3H, 
s), 7.06OE,d, J=3.3Hz),7.12(2H, t-1 ike, J=8.8Hz), 7. 
40-7.50(2H,m), 8. 40(1H, d, J=3. 3Hz) 50 
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[0 12 5] #%m 1 

8- (4-7;^D77xX;i/) -5, 6-vt HD-6 
-^?;P-5-**V-7-KU H C4, 3-tO fc?U 

xsi 

2, 3-tfU5^>^*;l<#>K**» (1 8. 6g)CD 
THF (15 0ml) Sifcfcp -7WD7xXiK^ 
y^D5H Cp-^nqE7;U^n^>if> (13. 
6ml) bKif* 9 s9J* (3. 9 1g) j^SIMB ©TH 
F (1 0 0ml) WFFlDAfc. KfeU^® 

^ssTi^raam t6»-**<Hca^ in-* 

h U ^ P H 2 - 3 fc ItSiX 

£3- {4-7)V*u^>V"(M -2-&Ji?>*)V 
ts>m (##Ml*jtlXIl) £2- (4-7^*n 

tttttt (i o. 5g) ^Lti^n^ *tt«**s/u 

NMR (2 0 0MHz, CDCh) p pm : 7. 12 (2B, t- 
like), 7.55(lE,dd,J=4.8,8.2Hz), 7.81(2H,dd-like), 
8. 390H, dd, J=l. 6, 8. 2Hz), 8. 84UH, dd, J=l. 6, 5. Oflz) 
X@2 

xiit#^2- (A-y)V^ru^>-j^M - 3-t: 

u^>*;u#>k (i. sog) &m\,*T. 

& 2 xn 1 1 fflWzKfe* mtrztit-i'T/trfr 

-N-t^ji- 2 - (4-7)VHru^>V^M -3- 

trU^>*^#**5H^«l*» (1. 8g) £LT# 

NMR (2 0 0MHz, CDCls) ppm:3.02(3H, 
s), 4.52(2H,s), 7.15(t-like). 7.55(lH,m), 7.8K1H, 
d,J=7.6Hz), 8.08(2H,m), 8.73(lH,dd, J=1.6,4.8Ez) 

[0 12 6] X@3 
Ii2T#m» (2. 0 4g) ftffl^T. 
SS2Ig2tM:l«, ffl»T*t8- (4-7)1 
tP7irW -5, 6-yk KD-6-^^;P-5- 
t+V-7-tf'JH C4, 3-b] fcfUv>^^3pXh 

y/kPMMi (i. 5 5g) tit#^nL 

Bbtt 2 5 8-2 5 9<C (5?^nn^?>-Wx^ 

a^siss) 

NMR (2 0 0MHz, CDCls) ppm:3.88(3H, 
s), 7.24(28, t-1 ike), 7.44-7. 62 (3H,m), 8.79(lH,dd,J 
=1.8, 8.4Hz), 8.99(lH,dd,J=1.8,4.4Hz) 
X@4 

Ii3T#m^ (1. OOg) *JBV>T, ##001 
Sft2I13tPlil:^ *a&-fSt8- (4-7^ 
tD7i-;W -5, 6-yhHD-6-^^l/-5- 
C4, 3-b) KU3>>*/W«*tf 
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SFaWUfilSB (1- OOg) tLX^^tlfzo 

300-30113 rJl» 

NMR (2 0 0MHz, CDC1*) p p m : 3. 71(3H, 
s), 5.42-5. 67 (2H,b), 7. 16 (2H, t-like), 7.45(3H,n), 
8. 75(lfl, dd, J=l. 8, 8. OHz), 8. 90(11, dd, J=l. 8, 4. ffiz) 
Ig5 

I14Tftfcft:&* (9 0 0 lag) SflViT, 
S2Xg4t^«iCS*. ftmtllft^jlfi 

(5 6 1«g) tLTGZnft. 10 

UA 2 3 7t: (##?) c**/-;|/-x5f;kl-x;v 

*>&?S*ig) 

NMR (2 0 0MHz, DMSO-dt) ppm: 3.54(3 

H, s), 7.25(2H, t-like), 7. 37(2H,i), 7. 580H, dd, J=4. 
4, 8.2Hz), 8.62(lH,dd, J=1.8,8.2Hz), 8. 88(lfl,dd, J=L 
8,4.4Hz) 

[0 12 7] ##0J1 2 

I, 2-^kKP-2-^-l-^V-4- (2 

-fx-;w - 3 74V U 

Hi a? 

:7*;i/K*S** (2. 9 6g) , ^DD^> (1 0 
ml) &£Zf&{t7)V^-<yA (5. 8 7 g) CO^^^J 

fc. £&. H}fTft7x> (l. 6>l) ©^dd^ 
(1 Oil) *«*<hm"oid*., «jna^aTi«r 

fejiea (2. 72 g ) tuT#e»n^. 

»/& 142-143t Oltl^-fy^oK^X 
-5\«^&*fl§fi) 30 
NMR (2 0 0MHz, CDCh) p p m : 7. 06(1H, d 
d,J=3.6,4.8Hz), 7.25(lH,dd,J=1.2,3.8Hz), 7.46(lH,d 
d, J=1.6,7.2Hz), 7.52-7.74(3H,m), 8. 09(lfl, dd, J=l. 2, 
7.8Hz) 

Ii2d^4©ft^Wt IllTUfcft^fcftfflWi 
»tbTffiK ##«8©Xg2*&4ilMto2MMc 

Xg2 

N-I h^^M-JM^-N-^f^- 2 - (2 40 

NMR (2 0 0MHz, CDCh) p p m : 1. 19-1. 37 
(3H,b), 2.99(3HX3/5,s), 3. 09(3HX2/5, s), 4.00(2H 
X2/5,s), 4.09-4.30(2H+2HX3/5,m), 7. 130H, t-1 ik 
e), 7.40-7.66(4H,m), 7.66-7.77(2H,a) 
XS3 

1, 2 - y t H D - 2 - 1 - t+V - 4 - (2 

-fx-J0 -3— fy*yu>*^*>B x^x 

so 



&IB¥8-6 7 6 7 8 

MA 137-138^ (*8xf;H> f v 7u tr;vx 
-^;i*>6»B&) 

NMR (2 0 0MHz, CDCh) p pm : 1.08(3H, t, 
J=7.4Hz), 3.61(3H,s).4.14(2H,q,J=7.4Hz), 7.03-7.15 
(2H,o), 7.40-7.68(4H,n), 8.49(lfl,n) 
X@4 

1, 2-ykHP~2-^^-l-t^y-4- (2 

-?x-;w -3— rv*yu >*;i^>» (&®fc£ 
ft) 

MA 259-260^ awxy*--- f v^n tr;vx 
-x;i^£«Bft) 

NMR (2 0 0MHz, CDCh) p p m : 3. 65(3H, 
s), 7.12(2H,i), 7.39-7.70(4H,i), 8.46(lH,m) 
[0 12 8] ##0!1 3 

4- (4-7WD7ix;w -n-j*?^- 5 -^X 

y [2, 3-b) fc!U^>*;V#*-*£F 

Xgl 

4 -7;i/^n^>>/^;i/7ir hxhu;P (2. 84 
g) , 2, 4-^7> (1. 

3 1g) > h>JXW^> (2. 2ml) cfeJctfX^/ 
(1 5ml) ©»^»&5 0 , CT4 0»|IB^**irfc 
ft$Q-rZ>t2-mS -3- (4-7)1*^0*/ 
<i)V) W7i>*M8ll (2. 22g) <hbT&£ 

MA 178t (X? )V 3^- T)V-'\3rV> fronts 

A) 

NMR (2 0 0MHz, CDCh) : 6. 15(lfl, d, J=5. 8H 
z), 6.85(lH,d,J=5.8Hz), 6.94(2H,bs), 7.00-7. 20(2H, 
n), 7.60-7.80(2H,m) 
X82 

(8 7 2mg) ftffl^T, ###I7X 
■ 1&N«IC£«. «MT*fc4- (4-7MD7X 

x;v) - 5-^xy C2, 3-b] tfU^>*;w#>» 

XfUXf^Mttflil** (5 7 6ag) £LT$S 

NMR (2 0 0MHz, CDCh) : 1. 10(3H, t, J=7. lfl 
z), 4.17(2H,q,J=7.1fiz), 7. 03(1H, d, J=6. 0Hz), 7.10- 
7.400ffl,n). 7.54(lH,d,J=6.0Hz), 9.09(lfl,s) 
Xg3 

Ii2t»fcft&« (5 7 6mg) £JgV>T, #%^7I 

(2 9 7ng) tlti^nL 
MA 1 8 8- 1 8 9"C (BBx^-^f V fc^x 
-x^SIUBft) 

NMR (2 0 0MHz, CDCh) : 2. 77 (3H, d, J=5. OH 
z), 5.42(lH,bs), 7. 10 (lfl, d, J=6.1Hz), 7. 15-7. 30 (2H, 
m), 7. 40-7. 50 (2H, a), 7. 56(1H, d, J=6. lflz), 8.82(1H, 
s) 

[0129] &%m\ 4 

1, 2-ykHD-N, 1 -z^^JV- 2 4 
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111 

2- (2-75M>^W tf U v > (4. 3 6 
g) , ■7D>8^Xfjl/ (3. 9 2ml) fcjctfl, 8- 
^7iftf->£D C5. 4. 0] - 7 -^>x-fe> (0. 
5ml) 8 0t;T3l*IBMI&Ufc. 

1, 2-^tHD-2-t+V-4- 
(2-KUSW -3-*yy>*jW?>ii^XX 

f;wa (6. i g :*as) tUT^^nfc. *j© 

MDMF (10 0ml) *3tMW-HJSA 

(6ox««) (i. 5g) fcjoAT, hmuat*' 

> (10ml) SrJllAfco £C!>fi£tt£MTllWB*>* 

-4- (2-truvjp) -s-*yu>***>Bx? 

WXf)W««filii (2. 6g) tLT#e>n^, 
Ht^C 1 4 5- 1 4 6t (S8l?ihX^H-f^ 

NMR (2 0 0MHz, CDCh) : 1. 03(3E t, J=7. 1H 
z), 3.81(3H,s), 4.12(2H,q,J=7.1Bz). 7. 18QEm), 7. 
30-7.52(4Em), 7.62UEm), 7.83(lH,m), 8. 77 (IE n) 
X82 

IilTft&ft** (1. Og) £4 0 %^^)V7^y 
-**/-)mm (3 0ml) <DU&®ZM<g*. 140 

t?i sttninji&ufc. ^s^ssu mmmzm&x 
^fciraA, Sfaft«7KTft#, (Eft*, 
stssft^ft^fiisa (o. 6 0g) £LT#e>n 
&. 

HA 239-240«C (TH F -X^;VX-x;i/j&> S 
SB6) 

NMR (2 0 0MHz, CDCh) : 2. 81 (3E d, J=4. 8H 
z), 3.84(3H,s), 7.02-7.20(2H,m), 7.30-7.50(3Em), 
7.64(lEm), 7.81(lH,m), 8.730Em), 8. 81 (IE m) 
[0 1 3 0] 5 

7, 8-ytHn-7-^-8-t*V-5-7i 
-;i/-6-tfU F C3, 4-b) eyy>*;u#>« 

xei 

2, 3-KU^>3?*;i/#>WK*» (2 1. Og) t 
^>if> (2 1 0ml) ©I^f:i*Ijb7;^xi;A 

(30. og) £ijnAT, 4i9iigttiKnrFc^«stf 

Tft#-r^> £3-^>y<;p-2-tf'j $;>*»#>r 
&tt&**&3t&«5 (23. 7g) ti/r»&n&. 

HA 1 4 9 - 1 5 3t w^y-^-x?^ 
NMR (2 0 0MHz, CDCh) ppm : 7. 44(2H, t-1 ik 
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e,J=7.9Hz), 7.59(lEm),7.78(3Em), 7. 88 (IE dd, J=l. 

5,7.7Hz), 8.78(lEdd,J=1.5,4.7Hz) 

I§2^6 4IC*Vim XfilTfffc&'&ftfifflVi 

Xg2 

3 - 1 > *M Jlr- N - * > i?)V**rist})VX-)V* 3-)V 

NMR (2 0 0MHz, CDCh) ppm : 3. 12(3HX4/9, 
s), 3.18(3HX5/9,s), 4.24(2HX5/9, s), 4.26(2H,4/9 
Es), 5.15(2BX5/9Es), 5. 18(2HX4/5, s), 7.23-7.85 
(7E,m), 8. 40(11X4/9, dd,J=l. 4, 4.8Hz), 8.740HX5 
/9, dd, J = l. 4, 4. 8Hz) 
X83 

7, 8-ytHP-7-^^-8-t^V-5-7x 

-;u-6 -try k C3, 4-b) try 

^>y;i/X7f^ 

a? ha 1 2 7-1 2 8t: <$>*nn**>-i«x^ 
a>£weg) 

NMR (2 0 0MHz, CD C ia) ppm : 3. 63(3H, s), 
4.99(2Es), 7.03-7.08(2H,m), 7.23-7. 55 (9Em), 7.62 
(IE dd, J=l. 4, 8. 3Hz), 8. 92 (IE dd, J=l. 4, 4. 2Bz) 
X@4 

7, 8-ykHD-7-^^-8-t+V-5-7x 
-;U-6-tfUH C3, 4-b) bTU> ? >^;i/#>K 
(SBfl^tt) 

HA 2 3 0-2 3 3<C (##) (**/-;V-X^;l< 
30 X— r;l^6»|gfi) 

NMR (2 0 0MHz, CDCh) ppm : 3. 50(3E s), 7. 
10-7.80(7Em), 8. 82 (IB, m) 
[0 13 1] ##0U 6 

1, 2-vkFP-2-^-l-t^V-4-7i 
x^-3-tryF C3, 4-c) t!'Jy>M#>i 
X81 

3, 4-bfy^>v*;U#>»iS** (8. 94g)0 
THF (1 0 0ml) iiIf:7xx;K^y7A^O 
^ H C?y*S/«A <2. 0 2g) t7u^>-£> 
40 (1 1. 3 0 g) &*>Wm ©THF (4 5ml) m%t* 

h y V i**£JDAT, pH2tU BRX3 1 

(5. 8 0g) £LTf§*>nfc. 
HA 240-241T: (7± h>*>SR*§S) 
NMR (2 0 0MHz, C D C 1 s + DM S O - de) pp 
m: 7.27-7. 74 (6Em), 8.86(lEd. J=4.0Hz), 9.30(lfl,s) 
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>K£^<&gtt#ffi&* 3 — *>»Af )V- 4 - 

Xg2 

NMR (2 0 0MHz, CDCh) ppm : 1. 29(3H, t, 1=7. 
2Hz), 3.05(3HXl/4,s),3.06(3HX3/4,s), 4.02(3HX1/ 

4, s), 4.14(3Hx3/4,s), 4.2K2H.Q, J=7.2Hz),7.27-7.8 
0(4H,m), 7.81(2B.d,I=7.0Bz), 8.78(2H,m) 

[0 13 2] Xg3 

1, 2-^tHD-2-^JHl-t*y-4-7i 
x^-3-fcfUF [3, 4-c) KUS»*/M*>Bx 

H£ 1 2 8-1 3 01: (»Rx^-x^;vx— rJP 

NMR (2 0 0MHz, CDC Is) ppm : 0. 94(3H, t, J=7. 
Oflz), 3.61(3H,s), 4.06<2H,q,J=7.0Hz), 7. 07(lfl, d, J= 
5.6Hz), 7.28-7.48(5H,»), 8.67(lH.d, J=5.6Hz),9.68(l 

H, s) 
Ii4 

I, 2-ytFD-2-^-l-^7-4-7z 

x^-3-tfUH C3, 4-c) kus;>*^#>k 
(«Bfb*«) 

2 5 5-2 5 71) (^«) (THF-^^/HP 

NMR (2 0 0MHz, CDC1 s+DMSO— ds) pp 
m: 3.67(3H,s), 7. 05(1H, d, J=5.6Hz), 7.35-7. 49(5H, 
n), 8.64(lH,d,J=5.6Hz), 9.62(lB,s) 

[0133] &%mi 7 

5, 6-ytHD-6-^^-5-t^V-8-7x 

7-tfu h [4, 3-b) tr us? 

*fc-&ftttfNMU lIilOp-7WD7i=K 

i§i 

2 -^>v-r;p- 3-tru $?>*;w?>b 

Mj& i 9 o - i 9 3t: ^ y x^;ux-7^v 

NMR (2 0 0MHz, C D C Is) ppm : 7. 28-7. 63(4H, 
m), 7.76(2H,d-like, J=7Hz), 8. 37 (IE, dd, J=l. 6, 8. OH 
z), 8.83(lH,dd,J=1.6,4.9Hz) 
X@2 

2-^>VM^-N-5x7/*^-N-;*^-3- 
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NMR (2 0 0MHz, CDCh) ppn : 3. 02(3flX3/4, 
s), 3.2K3HX1/4.S), 4. 18(2HX 1/4, s), 4.50(2HX3/ 

4, s), 7.35-7.70(4H,m), 7. 79(lfl,d-like, J=7.4Hz), 7. 
99(2B,n), 8.73(lH,dd,J=1.6,4.8Hz) 

[0 13 4] XS3 

5, 6-ytHD-6-^f^-5-t^y-8-7x 
x;P- 7 -KU K C4, 3-b) l£iJ5>>*JWSxHJ 
)V 

10 2 5 6-2 5 8t -)V- X^/PX-tTP 

^^HISS) 

NMR (2 0 0MHz, CDCh) ppm : 3. 88 (3H, s) , 7. 
45-7. 60 (6H, a), 8. 79(1H, dd, J=1.9.8. lEz), 8.99(lfl,d 
d, J=1.9,4. 5Hz) 
Xg4 

5, 6-5*k KD-6-^;P-5-t*y-8-7x 
[4, 3-b) eU^>*JW**-fr* 

F 

MA 280-282*0 (*?J-)V- X^X-t^ 
20 3S^6THW 

NMR (2 0 0MHz. CDCh) ppm : 3. 72 (3H, s) , 5. 
46(lE,b), 5.55(lH,b),7.46(6H,m), 8. 76(1H. dd, J=L9, 
8.1Hz), 8.91(lfi,dd, J=L9,4.5Hz) 
Xg5 

5, 6-^tHP-6 -^^-5-t^y-8-7x 
x;P-7-tfUH C4, 3-b) eU5»*/H5>B 
(gfiik^ft) 

&A 2 5 4-2 5 9^(^*1) (**/-;v-x^;v 
x-x;w^B»a) 

30 NMR (2 0 0MHz, DMSO— ds) ppm : 3. 55 (3H, 
s), 7.28-7. 50(5H,bs), 7. 87 (1H, d, J=4. 8, 8. 0Hz) , 8.63 
(1H, dd, J=l. 8, 8. 2Hz) , 8. 880E, dd, J=2. 0, 4. 4Hz) 
[0 13 5] ##«1 8 

4- (4-7M07x-;» -6, 7-ykHO- 

i, e 7 -t^y-5-k:oD [2, 3- 
c) eu 

X@l 

;^n^>if>Srififl:7^^x^A^Tlc#%Hl^ 
*Af >M - 1 2 -bra-j^;^>8^«ifi 

NMR (2 0 0MHz, CD Ch) ppm : 4. 1K3H, s), 6. 
51(lE,d, J=2.9Hz), 6.85(lfl,d, J=2.9Hz), 7.20(2H,t-li 
ke,J=8.6Hz), 7.8O-7.90(2H.m) 

x@2^e>4ic^viT«, xmm&rzit&tozm^ 

50 1M2 
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NMR (2 0 0MHz, CDCls) ppm : 1. 22(0. 9H, t, J= 
7.3Hz), 1.31 (2. IB, t,J=7.1Hz), 2. 93(2. 1H, s), 3.08 
(0.9H,s), 3. 30-3. 90 (IB, m), 3. 74(2.11, s), 4.00-4.50 
(lH,m), 4.12(0.6H,Q, J=7.3Hz), 4. 23(1. 4H, q, J=7. lfl 
z), 6.40(0. 3H,d,J=2.6flz), 6.44(0.7H,d, J=2.8Hz), 6. 
63(0.3H,d,J=2.6Hz), 6.66(0. 7H,d, J=2.8Hz),7.12(2H, t 10 
-like,J=8.8Hz), 7.78-7.92(2H,m) 
[0 13 6] xm3 

4- (4-7Wo7iz;W -6, 

1, 6 - v^^Jl/- 7 -:t*7- 5 -fcfDD [2, 3- 

NMR (2 0 0MHz, CDCls) ppm : 0.99(3fl, t, J=7. 
2Hz). 3.60(318), 4.07(2H,q,J=7.2Hz), 4.20(3H,s), 
6. 03 (lfl, d, J=2. 9Hz) . 6. 98 (IB, d, J=2. 9Hz) , 7. 00-7. 40 
(4H,m) 20 
IMA 

4- (4-7WP7I-W -6, 

1, 6-^^-7-t^V-5-^DD C2, 3- 

c) Kuy (HMMNM 

NMR (2 0 0MHz, CDCls) ppm : 3. 65 (3H, s) , 4. 
20(3H,s), 6.02(lB,d,J=2.8Hz), 6. 98 (lfl, d, J=2. 8Hz), 
7.09(2H,t,J=8.8Hz), 7. 38-7.50(2H,m) 

[0137] ##*n 9 

7- (4-7MP7x-;W -4, 5-^tHD-5 50 
-^^-4-t+V-6-f77D [5, 4-c) K 

4. 5-?7!/-^*^#>Wte*c«t7;i<*n^> 

<iM -4-^77-;P*;i/#>&£4- (4-7)Vit 

XM2 40 

NMR (2 0 0MHz, CDCls) ppm : 1. 20-1. 40(3fl, 
m), 3.00,3.04,3.15,3.23(total 3fl,each s), 4.00-4.4 
0(4H,m), 7.16(2H,t-like,J=8.6Hz), 7. 84-7. 95(1. 2fl, 50 



«MPF8-6 7 6 7 8 

m), 8.24-8.34(0.8H,m), 8. 86, 8. 90,8.94, 8. 96 (total 1 
H, each s) 

[0 13 8] X@3 

(4-7MD7xr;i.) -4, 5->?t:KD-5-* 
^;i/-4-:**7-6-^7\/a [5, 4-c) E"J$> 
>*W>KX^XXf;^7- (4-7WP7I 
X;W -4, 5-^tHD-5-^^-4-t^V- 

6- ^7 % /n C4, 5-c] Ky$>>*/M*>BXWP 

^^*7A^DT^77>f~ C^**>-I»X 
7)1=1 : 2) fc#U #JB«KLfc. mao»m^& 

HK£ i 2 9 - 1 3 o *c a»xf^-f y y □ tr;vx 
-y/i*s*iitt> 

NMR (2 0 0MHz, CDCls) ppm : 1. 04(3H, t, J=7. 
1Hz), 3.68(3H,s), 4. 15(2H,q, J=7.1Bz), 7.16(2H,t-li 
ke,J=8.7Hz), 7. 38-7. 48(20, m), 9.12(lH,s) 

It£ 2 0 9-2 1 2t (»8x^- -f v 7n tr/px 

NMR (2 0 0MHz, CDCls) ppm : 1. 04(3H, t, J=7. 
lflz), 3.70(3H,s), 4.15(2H,q, J=7.1flz), 7.17(2H,t-li 
ke,J=8.6Hz), 7. 35-7. 45 (2H,m), 8.90(lH,s) 
IS 4 

Ii3T^7- (4-7MD7iXM -4, 5- 
C5, 4-c] KUy>**#>BX«PX^3r**7 

o %h 2 so^Ti2o-i3 ovrmmmykftMKfo 
fc. 

HjA 214-217t (l«x^l/->f V fc!;kr 
-5r;i^SW£&) 

NMR (2 0 0MHz, DMSO-de) ppm : 3. 5 8 
(3H, s) , 7.2 8 (2H, t-1 ike, J = 

9. 0Hz) , 7. 4 0-7. 5 2 (2H, m) , 

9.5 3 (1H, s) 
[0 13 9] &%M2 0 

7- (4-7WD7xXJW -4, 5-ykHn- 5 
-^f;P-4-t^y-6-f77P C4, 5-c] e 

9I@3m7- (4, 5-ytFD-5- 

^^-4-t+v»6-f77o [4, 5-c) try 
^>*;i/3p>Sx^;ux^^«:ffiViT, ##wi 91 

■A 1 9 2- 1 9 4<C (BiX^-THF-<V^ 
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NMR (2 0 0MHz, DMSO-de) ppn : 3. 57(3H, 
s), 7.34(2H, t-like, J=8.8Hz), 7.46-7.57(2H,m), 9.23 
(1H, s) 

[0 140] #%^2 1 

4, 5-ytHD-5 -^W-4-^V-7-7x 
X^-6-^7l/n C5, 4-c) KU5^>*^#>» 
Xgl 

4, 5-^7y-;i/v*;u^>K^fta:^>-if>^ 

KEfS, 4 -^VM^- s-^jy-M 

JU#>«i: 5 -^>l/-f;P- 4 -^7\Z-;P*;P*>B 

Xg2 

IilTS^ft^I^T, ##092X82 

^atc^DR^ jas-r^t4»^>\/<;v-N-xh 
;i/^^;v-N-^^;w-4-^7\/-;w*;i/#^5 h a? 

[0 141] X83 
Ii2T#m»^l^T, 9Xg3<h^<$ 
©*Sl:J;0K*, fflS-r^>i:4, 5-ykHD-5- 
^^-4-^V-7-7i^- 6 -^TVu 

C5, 4-c] fcfU y^J^^Xf^XXfJl't 
4, 5-xt HP-5-^^-4-^V-7~7i 

x;y-6-^7*/n [4, 5 - c] tru^>*;^>» 
»Kx^=l : 2) ictfU #K««Lfco 

NMR (2 0 0MHz, CD C Is) ppi : 0. 96(3H, t, J=7. 
1Hz), 3.69(3H,s), 4.10(2H,Q, J=7.1Hz), 7.44(5H,s), 
9.1K1H, s) 

HA 1 8 6 - 1 8 8r (i8x^--rvyp^x 4? 

NMR (2 0 0MHz, CDC Is) ppn : 0. 97(3H, t, J=7. 
1Hz), 3.7K3H.S), 4.11(2H,q, J=7.1Hz), 7.40-7.50(5 
H,n), 8.89(35, s) 
Xg4 

V - 7-7iXJP- 6 (5, 4-c) fcfUi? 

>^;i/*>»x5 1 ;vxxx;i'S:ffiViT, ##m 9xg 



1$&§¥8-6 7 6 7 8 

a? 

HA U5-l57t (SKx^;u~-rv^at:;i,x 
-x;i^e??j!6S) 

NMR (2 0 0MHz, DMSO-ds) ppm : 3. 59 (3H, 
s), 7.43(5H,s), 9.53(lH,s) 
[0 14 2] ##0U2 2 

4, 5-ytHD-5-^^-4-^V-7-7i 
-)V-6-^7Vu [4, 5-c) tfU^>*;V#>K 
##052 1X©3T&£4, 5-ytKD-5-^f;V 
- 4 - t+V - 7 - 7ix;i/- 6 C4, 5- 

c) tfU^>*;^>»x^xxx;^##«i 9i 

228-2301C (THF-X^X-fi^ & 

WSSS) 

NMR (2 0 0MHz, DMS O- ds) ppm : 3. 58(3H, 
s), 7.48(5B,s), 9.23(lH,s) 
[0 14 3] #3*#J2 3 

6, 7-ytHn-6-^^-7-t^V-4-7x 

xj^5-^xy C2, 3-c] tfUv>#;i^>S 

XS1 

2, 3 - ?t7i>^M>ti*fti^>-tf>$ffl 
IdEfc, ffl31-r^i:3-^>^JP-2-5 1 ^7x>^ 

hua i4i-i43ic <i»x^->f yyo \dvx. 

SWISS) 

NMR (2 0 0MHz, CDCh) ppn : 7. 33(11, d, J=5. 
4fiz), 7.5-7.6(2H,i), 7.65(lB,d, J=5.4Hz), 7.68(1H, 
a), 7.8-7.9(2H,m) 

X82j&>&4fc*l>TWu IilTfffcft^fcftl^T 

X=g2 

3-^>y^^-N-xh^ 3"* JWfciiW 3^-N- 

NMR (2 0 0MHz, CDC Is) ppn : 1.27(3H, t, J=7. 
2Hz), 2.96(3H,bs), 4.00(2E,s), 4.19(2H,q, J=7.fflz), 
7.27(lH,m), 7.4-7.6(4H,n), 7.83(2H,m) 
X83 

6, 7-ytHD-6-^^-7-t^y-4-7x 
-)V- 5 [2, 3-c) bTU^>^;i/#>Kx 

fJl^XXrJV 

HA 9 2 - 9 4 1: (»Sxf;w> £??«£) 

NMR (2 00MHz, CDC Is) ppn : 0. 94(3H, t, J=7. 
2Hz), 3.67(3H,s), 4. 07 (2H, q, J=7. 2Hz), 6.97(lH,dd,J 
=5.2Hz), 7.3-7.5(5&m), 7. 660H. d, J=5.2fiz) 
X84 

6, 7-i;tHD-6-^-7-t^y-4-7x 
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xji,- [2, 3-c) eu$?>*;M*>B 

NA 1 8 5 - 1 8 613 Omx^^glHSA) 
NMR (2 0 0MHz, CDCls) ppm : 3. 65(3H, s), 6. 
95(lB,d,J=5.2Hz), 7.40(5H,s), 7.65(lfl,d, J=5.2Hz) 
[0 144] ###J24 

6, 7-i^fc HD-6-^^;U-4- (2-*^:7x 

n;w -7-^v-5-5 1 xy [2, 3-c] kus> 

2, 3 - f *7x>i?*W>»I*ftft2 - ^f^7 

T*£3- (2«^^;^>y>f;W -2-ft7i> 

gtA 1 1 5-1 1 7*C (RRX^U— f V^DKiH 

NMR (2 0 0 MHz, CDCls) ppm : 2.42 (3H, s), 7. 
17(lH,d,J=5.2Hz), 7.3-7.5(4H,m), 7. 56 (1H, d, J=5.4H 
Z) 

X82*&4K:*lriTtt, IilTfmft^f^T a? 
Xg2 

N-Ih^^W-JM^-N-^^WS- (2 

-*«^>!Af /» - 2 -ft7x>*w^5 h 

NMR (2 0 0MHz t CDCls) ppm : 1. 28(3H, t, J=7. 

4Hz), 2.42(3H,s), 2. 97(3HX3/5, s), 3.0K3HX2/5, 

s), 3.99(2HX2/5,S), 4. 07(2HX3/5, s), 4.22(2H,Q, J= 30 

7.4Hz), 7.2-7.5(6H,m) 

X83 

6, 7-ytFn-6-^-4- (2-*^7x 

-7-t^v-5-fxy [2, 3-c] tru$> 

NMR (2 0 0MHz, CDCls) ppm : 0. 88(3H, t, J=7. 
4Hz), 2.12(3H,s), 3.67(3H,s), 4.01(2H,q, J=7.4Hz), 
6.71(lH,d, J=5.4Hz), 7.2-7. 3 (4H,m), 7.63(H t d, J=5.4 
Hz) 40 
IMA 

6, 7-ytKn-6-yf^-4- (2-^?^7x 

x;w 5-^xy [2, 3-c] 

(SBflS^tt) 
HA 1 2 4 - 1 2 8 <C (IWxy Ad> 
NMR (2 0 0MHz, CDCU) ppm : 2. 11(3H, s), 3. 
66(3H,s), 6.70(lH,d,J=5.2Hz), 7. 2-7. 3(4H, m) , 7. 64 
OH,d,J=5.2Hz) 
[0 14 5] ®%m2 5 

7, 8-ykFo-7-^^-5- (4-^7x 5(7 



»»¥8-6 7 6 7 8 

92 

~M -8-aMPV-6-KU H [3, 4-b] KUS> 

xgi 

2, 3-bfU^>y*^#>»«*« (10. Og) > 
h^X> (1 2 5ml) fcilWSfcT^SxSA (15. 
Og) t«UT, #*«l*ttlJ*ltH«fc:jE«U 
ffi31-r^i:3- (4-^^;^>y-f;w 
>*;w?>»^«fiis» (7. 8g) tUTHsn*:, 

gfi^C 1 6 8 - 1 7 OTC (^DD^^>-S1X^ 

NMR (2 0 0MHz, CDCls) ppm : 2.41 (3H, s), 7. 
24(2H,d,J=8.4Hz), 7.62(2H,d, J=8.4Hz), 7.70(lH,dd,J 
=8, 4.8Hz), 7.85(lfl,dd,J=8,1.5Hz), 8. 77 OH, dd, J =4. 
8, L 5Hz) 
1M2 

IfilT»fcfl:£ft*JflV>T, »*«l*S2l8lt 

-3 - (4-*9-J\t>*/tM -2-K>jy>*** 

NMR (2 0 0MHz, CDCls) ppm : 2.43 (3H, s), 3. 
13(3HXl/3,s), 3.18(3HX2/3,s), 4.42(2HX2/3, s), 
4.49(2HXl/3,s), 7.28(2H,d, J=8.4Hz), 7. 42-7. 52 OH, 
m), 7.63-7.73(2H,m), 7. 81-7. 94 (1H, m) . 8.70-8.75(1 
H,m) 

[0 1 4 63 X@3 
Ii2T»fcft#*Sffl^T, t*#0!il££2X@2«i: 
BKfcEJk ffiS-r*i7. 8-ytHD-7-^fJl/ 
-5 - (4-/^7xXM -8-**7-6-ey 

h [3, 4-b) tfu^>*;v#xh>j;i/^fejsat 

HjA 268-270t: (ftSx^-X^X— 7^ 
*>&?f*gS) 

NMR (2 0 0MHz, CDCls) ppm : 2.47 (3H, s), 3. 
92(3H,s), 7.28(2H,d,J=8Hz), 7. 38(2H, d, J=8Hz), 7.56 
(lH,dd,J=8,4Hz), 7.75(lH,dd,J=8,2Hz), 9.01(lH,dd,J 
=4, 2Hz) 
Xg4 

Ii3T?»fcft^*ffl^T, tMM»l:fri*2X«3 4: 

b«ick*u mm-rz>t7 t 8-^tHn-7-^^ 
-5- (4-^^7x-;w -8-^v-6-tru 

F (3, 4-b] t?U^>*IP#**5H^«filS»t 

ma >3 i ot: {**;-)Vfrt>nte&) 

NMR (2 0 0MHz, CD C b +DMS O — de) ppm: 
2.43(3H,s), 3.66(3H,s), 6. 08 OH, b), 6.92(lH,b), 7. 
2-7.3(4H,m), 7.40(lH,dd, J=8,4Hz), 7.56(lH,dd, J=8,2 
Hz), 8.82(lfl,dd,J=4,2Hz) 
XS5 

ii4T#m« (7. 3g) , mm a somi) , 
mm (3oomD &&zmmmi-hvv2* (7 3g) © 
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(5. 9g) fcl/Tff&nfc. 
BA 1 7 8- 1 8 3t (ttffift, Sfi@{fc) ,249 
-2 5 IT: «H» W*y^-THF*6HH«) 
NMR (2 0 0MHz, CDCls +DMS O— ds) ppm: 
2.43(3H,s), 3. 77(31 s), 7. 29(41 s), 7.88(lH,dd,J= 
8.5.4.8Hz), 8.02(11 dd,J=8. 5, l.fflz), 9.04(lldd, J= 10 
4. 8, 1.4Hz) 

[0 147] ##092 6 

7, 8-xt Hn-5- (4-* y*ri/7jL-M -7 
-*9W-8-**V-6-KU F C3, 4-b) fcTU 

Xgl 

2, 3-VVi?>z?jj)Vtf>WLt4-* h^5/7x-JP 
v^*i^A:/nS F*»V>T##«5:iMlfcH»C 
EJfc, ffi&-r*<h3- (4-^h*^W-fJW -2 
-\fW>%frtf>mt2- (4-* h^M>^ a? 

■#**X^X-T-^tlN-HCl KdiMBU IN 

-hci m&&m?ztmm&8m&mmthT&fi>n 
ft. 

NMR (2 0 0MHz, CDCls +DMS O— ds) ppn: 
3.87(3H,s), 6.91(2H,d, J=8.6Hz), 7. 6 (Urn), 7.67(2 
ld,J=8.6Hz), 7.79(lEd,J=9Hz), 8.75(lH,b) 

xm2 

NMR (2 0 0MHz, CDCh) ppm : 3. 17(3HXl/4, 
s), 3.19(3HX3/4,s), 3. 88(31 s), 4.44(2HX3/4, s), 
4.48(2HXl/4,s), 6.96(2H,d, J=8Hz), 7. 43-7. 52 (1H, 
m), 7. 76-7. 91 (31m), 8. 73(lldd, J=5, 1. 6Hz) 
[0 14 8] X83 

PMfcEJfc «ar«t7. 8-?kHP-5- (4- 

dp [3, 4-b) fcf u s?>*;w*x h ujvtffe&isji 

2 4 8-2 5 Ot: (X^/-^6Stl« 
NMR (2 0 0 MHz, CDC Is) ppm : 3. 90(31 s) , 3. 
91(3H,s), 7.08(2H,d,J=8.8Hz), 7.33(2B, d, J=8. 8Hz). 
7. 57(11, dd, J=8. 2, 4. 4Hz) , 7. 77(11 dd, J=8. 2, L 8Hz) , 
9. 01(lfl,dd, J=4. 4,1.8Hz) 
X84 

Ii3tffcft**S»^ #3|0!Il*S2I@3t 
BWKEffc flfflTai?. 8-ykFQ-5- (4- 50 



&E¥8-6 7 6 7 8 

*h*v7xx;v) - 7 - 8 -**v - 6 - 1: 
uf [3, 4-b) t?yj;>M#*t$H*«ifi»i 

B£ >3 1 01C (y^y-;P-THF^6Htta) 
NMR (2 0 0MHz, CDCIs +DMSO-d 6 ) ppm : 
3.73(3H,s), 3.87(31 s), 6. 64(11 b), 6. 98(21 d, J=8. 
8Hz), 7.25(1H. b), 7.32(21d,J=8.8Hz), 7.48(lH,dd,J 
=8.4,4.2Hz), 7.63(lH,d, J=8.4, l.GHz), 8.86(1H, dd, J= 
4.2. 1.6Hz) 
X85 

I14"«l&ft&ftM^T, ##092 5X85 £f^« 

NMR (2 0 0MHz, C D C Is + DM S O-ds) ppm : 
3. 75(31 s), 3. 87(31 s), 6. 99(2H, d, J=8Hz), 7.3K2H, 
d,J=8Hz), 7.6-7.8(21m), 8.95(11 b) 
[0 14 9] ##«2 7 

1, 2-ytHn- 2-^^-4- (4-^^7x 
~M -l-^V-3-tTUH C3, 4-c) fcTU 

>t»v#>m jgRjg 
x8i 

3, 4-ey^**#>ittcft (i o. og) * 

4 -^Wx-^T^^A^O ^ F £JgV>T, # 
#«2XSifcH«lcEJfc »a-r*i4- (4-*^ 

(9. 0 4g) fcLTflSnfc. 

gta 230-23 it: w^/-;^6»isa) 

NMR (2 0 0 MHz, CD CW) ppm : 2.4K3H, s), 7. 
24(21 d,J=8.0Hz), 7.28(l!d,J=5.0Hz), 7.63(21d,J= 
8.0Hz), 8. 84(11 d, J=5.0Hz), 9. 30(11 s) 
X82 

-n-^^;u-4- (4-^^;v^>y-r;i/) -3-tr 

NMR (2 0 0MHz, CDCls) ppm : 1. 29(31 1, J=7. 
1Hz), 2.43(3H,s), 3.05(31s), 4. 00-4. 20 (21m), 4.2 
2(21q,J=7.1Hz), 7. 25-7.40(lfl, m), 7. 28(21 d, J=8. 2H 
Z), 7.71(21d,J=8.2Hz), 8. 71-8. 83 (21m) 

[0 15 0] X83 
Ii2T#fcfceW»^T, ##052X83 £P8«fc 
E£> aa-TStl, 2-ytHn-2-^^-4- 
(4-^^7x-« - 1 -**V- 3 - tTU F 
[3, 4-c) KUy>**#>Bxy/Px^^iWI#| 

HA 1 3 4- 1 3 613 (ftlX^-^yyD^X 

— r^eniea) 

NMR (2 0 0 MHz, CD C Is) ppm : 0.99(31 1, J=7. 



—864— 



(49) 

95 

lflz), 2.43(3H,s), 3.61(3H,s), 4.09(2H,q, J=7. lEz), 
7.09(lH,q,J=5.4Hz), 7. 18<2H, d, J=8.fflz), 7.27(2H,d, 
J=8.2Hz), 8.66(lE,d,J=5.4Hz), 9.68(lH,s) 
X@4 

Ii3T§^ftSffl^T, #*0I2Xa4£P»tt: 

HA 2 4 0 - 2 4 2<C (HCfHftU 2 8 0 "Cft 

») W*y-^-THF*6B*M) 

NMR (2 0 0 MHz, D M S O — de ) ppm : 2. 40 (3H, 10 

s), 3.57(3H,s), 7.26(2H,d,J=8.0Hz), 7. 34 (IB, d, J =6. 

4Hz), 7.35(2H,d,J=8.0Hz), 8.75(lH,d, I=6.4Hz),9.53 

(IE s) 

[0 15 1] : 

xai 

iaiT»ftft6»ftiw #*«i#ft2xaifc 

NMR (2 0 0MHz, CDC Is) ppm : 2.44 (3H, s), 3. a? 
10(3H,s), 4.38(2H,bs),7.30(2H,d,J=8.2Hz), 7.43UH, 
d,J=5.0Hz), 7.70(2H,d,J=8.2Hz), 8. 75(lfi, s), 8. 83(1 
H,d, J=5.0Hz) 
Xg2 

HHICS*. HHTStl, 2-^tHD-2-^ 

-4- (4-^5 t ;U7x-;w -i-*+y-3-fcf»J 
ha 201-2021: (i»x^— ryyntr^x 30 

NMR (2 0 0MHz, CDCh) ppm : 2.47 (3H, s), 3. 
86(3H,s), 7.20QH,d,J=5.9Hz), 7.29(2H, d, J=8.2Hz), 
7.38(2H,d,J=8.2Hz), 8. 79(lfl,d, J=5.9Hz), 9.73(lfl,s) 
[0 1 5 2] X®3 

-4- (4-^^7jZW -l-**V-3-lfy 

p C3, 4-c) tru^>*;p#**5H)W*fitt»t 

HA 3 2 9 - 3 3 0"C (^DD^^>-^^;-JP 

assies) 

NMR (2 0 0MHz, DMSO-d«) ppm:2. 38(3H, 
s), 3.54(3H,s), 6.97(lH,d,J=5.4Hz), 7. 23(2H, d, J=8. 
6Hz), 7.29(2H,d, J=8.6Hz), 7.85(lH,bs), 8.11(lB,b 
s), 8.66(lH,d,J=5.4Hz), 9.44(lH,s) 
Xg4 

II3Tfmft^^T, ##^H2 5X85 
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#%M2 8 

7, 8-e;tHn-7-^^-5- (3-^f;V7x 

x;w -8-**v-6-try k [3, 4-b) truv 

XS1 

2, 3-if»j^>*;i^*>H**«i3-^y;P7x- 

^7y*->»)AynsHSffl^ #%#I5Xgl 

2- fcfU^>*;i/#>Ki:2- (3-*^JI^>*/>f 
M -3-lfU^>*^>HOB^4toW»6nfc. 

[0 15 3] X82 

-3 - {Z-*Wl>*J<1M -2-tf»J$»*;W? 
F^N-v-yy^^lz-N-^^V- 2- (3- 

/9\»^>*/>r/» -3-ifu^>*^#+^F(Dg 

XS3 

naic£«« juiit E**ja&»ft'>y*y;«ffl^ 

^7A^D7h^77>{- (7irh> : ^*-*> = 
1 : l-7irh» KtfU SHKLfc. SflOOT** 
5, 6-ykHn-6-/^-8- (3-^^7i 
x;W -5-t^V-7-t!UH C4, 3-b] tru^ 
>*JW?=:HJ/U CHA: 2 3 4-2 3 6^ (7ir h> 
*>&H*fi) , NMR (2 0 0MHz, CDC Is) pp 
m:2.44(3H,s), 3.87(3H,s), 7. 26-7.47(4H,m), 7.54(1 
H,dd, J=8,5fiz), 8.78(lfl,dd,J=8,2Hz), 8.99(lH,dd, J= 
5,2Hz)] > 6-7, 8-^kHD-7-^W 

-5- (3-^^7x-;W -8-^^V-6-tfU 
H [3, 4-b] tfU^>*;^#-hU;P CHA : 2 5 

3- 2 5 5t: (r-feh>3^6SIS») * NMR (2 0 0 
MHz, CDC la) ppm : 2. 45(3H, s) , 7. 2-7. 5(4H,m), 

7.57(lH,dd,J=8,4Hz), 7. 73 (IE, d, J=8Hz), 9. 02 (IE, d, 
J=4Hz)] 3»tft*«6tl»il/T#6n&. 

[0 15 4] X84 
Ii3TSfc7, 8 -yk Fn- 7 -j*^- 5 - (3 
-^^7xZjW -8-^V-6-tf'JH (3, 4 
-b] t:Uy>*W-MJMffi^T, ##^l^fe 

2x§3 tmrnzKis, «a-r*t7, 

7-^^-5- (3-^^7x-W -8-^y 
-6-tfUH [3, 4-b] try5>>**#*#3F# 

HA>3 1 Ot: 

NMR (2 0 0MHz, CDC Is) ppm : 2. 42 (3H, s) , 
3.57(3H,s), 5.70(lH,bs), 6.78(lH,bs), 7.23-7.41(5 
H,m), 7.52(lH,dd,J=8,2Hz), 8. 79(lE,dd, J=4,2Hz) 
Xg5 

I84T*tfcfi»M^ #*fl2 5X85£n« 
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HA 2 2 0tftfi(»«) <**y-*-THF*>6 

NMR (2 0 0MHz, CDC 1 3 +DMSO- d«) p 
pi: 2.41(3H,s), 3.78(3H,s), 7. 22-7.42(4H,i), 7.95 
OH.dd, J=8,4Hz), 8.07OH, d, J=8Hz), 9.09(lH,d, J=4H 
z) 

[0 15 5] ###12 9 

5- (4-ijM^y7iZJW -7, 10 
7-^3FJk-8-**V-6-i;UH C3, 4-b) 

xsi 

3- (4 -2-tUv>M#> 

K (6. 0g) tO. lN-NaOH (3 4 0ml) CD 
E^SStlCKMnO* (8. Og) *JMTl«*Ufc*t 
£>i«TUfc. uOl&»^9 0- 1 0 O^Tl. 5P$f85 

/to COtfiK&tjlTfflDU BBX^-THF (ft a? 

3:1) TSlfflLfc. «mfc£*£*Tifc#U 

ft. ;LO&fc£«mS;@LT3- (4-#;W$*->^> 

y>ow -2-eu^>*^#>«**€tts» (i. 5 

Og) £LT#fc. 

■tjft 2io-2i3t (THF-- ry^ntr^x-^ 

NMR (2 0 0MHz, CDC ls+DMSO— ds) p 
pm : 7.64(l£,dd, J=4.8,7.8Hz), 7. 77(2H, d, J=8.6Hz), 

7.83(lH,dd, J=7.8,1.6Hz), 8. 10 (2B. d, J=8. 6Hz), 8.86 
OH,dd,J=4.8,1.6Hz) 30 

[0 15 6] X5@2 
IilTflSnfcft&ft (1. 4 6g) tN-^W 
U y>X^XXf^ (3. Og) SrffiVvr, ##0!2 

nr*9-JU-B- [4- (N-ih*^Mzw?;i/ 

-2-KU?>*****3 PftttltK* (2. 5 
g) iUT#&. 

NMR (2 0 0MHz, CDC la) p p m : 1. 20-1. 40 
(6H,m), 3.02, 3.13, 3.21(total 6H,each s), 3.96, 43 
4.10-4.40(total 8H,m), 7.40-7.60(3H,m), 7.70-7.90 
(3H,i), 8.63(lHX2/5,d-like), 8. 75(lBX3/5, d-1 ike) 
XS3 

Ii2Tft6nfcft&» (2. 2g) tl, 8-^71f 
tfv^D C5. 4. 0] - 7 -^>xir> (2ml) £ 
#*«2-IS3£H*fcK«, S&SbT5- 
C4- (N - 1 h *MxJM^- N - ^ 
)Vrt=£4)V) 7i-JW -7. 8-vkHD-7-^^ 
;P-8-t*V-6-t!UH [3, 4-b] bTUx>* 
^#>»Xf^XXf^fttfttti (0. 8 2g) tl, 50 
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X%ft. 

■A 1 95 — 197*0 (l»x^- -f V y n E/Px 

NMR (2 0 0MHz, CDCh) ppm:1.01(3H, 
t,J=7.1Hz), 1.30(lfl, t,J=7.2Hz), 1. 34(2H, t, 1=6. 8H 
z), 3.12(2H,s), 3.17(lH,s), 3.68(3H,s), 4.09(2H,Q, 
J=7.1flz), 4.15-4.35(411), 7. 10-7.65(6H, m), 8.94(1 
Md, J=4.0, 1.2Hz) 
Xg4 

xmz-en^nitfc'tm (o. 7 7 g ) ## 

[0 15 7] ##093 0 

5-^^n^v;i/-7, 8-ytFn-7-^^- 
8-**V-6-KUH C3, 4-b] UU5»*JWt 

2, 3-tfU^>^*;i/#>»**fti:*6ft^^n^ 
v-^T ^y»)A^ef^nfc3-y^D^yM 

;v#x;v- 2 - tru $?>*;u#>KSK»t bTfflVi, 
###) i 2 -x@ i & e> 4 tjfWMfcPWfcLT 

###13 1 

7, 8-ytHO-7-^-5- (4-^7x 
-;V) -8-**V-6-KUH C3, 4-b) fcTUi> 

xgi 

2, 3-KU^>*^#>K«*ft (1. 50g) £T 

hf (2 5mi) om&mz, mmmmLttiifi^^ 

)VT^/T±YT)V^\i^^)V7±^-)V (2. 9 
0ml) £iJDAfco ■MtttTSiraHftU ttB 

(2. 7g) *J:tf*SJPAfc. y?DD^>K» 

- CN- (2, 2-y^h^yX^) -N-;WH 
#/Wt*-f 3 - K u y >*^#>*«*ft»* 
(2. 1 0 g) iLT»fc. 

1 2 8- 1 3 Ot: (#*» (7ir h>-x^x 

Xg2 

IilT#6nfcfc&» (1. 3 5g) , fi«*U*A 
(0. 4 2g) $5J:tf7-feh> (3 0ml) £Jt#Lfc 
Wll:3-H^#> (1. Ornl) fclDAfc. 8£ft£ 
SfiTU^RjtttU MBLfc. ttMttC3?9nn;t 
^>^fiDA^« U &*U MEfiSIT 

2- CN - (2, 2->>* h*->X^;l/) -N-*^ 

T-jiz&m&mm (o. 9o g ) ttxifc. 
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NMR (2 0 0MHz, CDCla) p p m : 2. 90(3HX2 
/3,s), 3.23(3HXl/3,s),3.23(2HXl/3,d,J=5Hz), 3.29(3 
HX2/3.S), 3.51(3HX2/3+3HXl/3X2,s), 3.68(2HX2/3,d, J 
=5Hz), 3.92(3HXl/3,s), 3.93(3HX2/3, s), 4.54(1HX1/ 
3,t,J=5Hz), 4.77(lHX2/3,t,J=5Hz), 7.420H, dd, J=5,8 
Hz), 8.31(lHXl/3.dd, J=2,8Hz), 8.320HX2/3, dd, J=2,8 
Hz), 8.73(lHXl/3,dd, J=2,5Hz), 8. 76(lHX2/3,dd, J=2,5 
Hz) 

[0 15 8] X83 
~?>f*is01± (2. Og) , 3*5f§ OWKS) <hTHF 10 
(2 0ml) <r>m^m\Z, MTilttUfctfSTHF 
(30ml) \Z4-7n±h)VX.> (1 2 g) fcjDAfc 

**mtfu z<Dm&®*3 0ftwimisit. zvm 
^•STHF (10 0ml) \zxm2r&e>tift{t&m 

(5. 8g) *JPAfclWfc-7 8tT?!J»La:39«6» 
TU *&fc-7 81CT3 0»IMl#Lfc. uOl^ft 

U ttltU «ffiK;@LTN- (2, 2-i?*h*->X 
-N-*y/l>-3- (4-^^>!/-f*) - 

NMR (2 0 0MHz, CDC la) p pm : 2.43(3H, 
s), 3.09(3HXl/3,s), 3. 1K3HX2/3, s), 3.37(6HXl/3, 
s), 3.44(6HX2/3,s), 3. 50(2HX2/3, d, J=5.6Hz), 3.52(2 
HXl/3,d,J=5.4Hz), 4.5K1HX2/3, t,J=5.6Hz), 4.77(1HX 
1/3, t,J=5.4Hz), 7.27(2H,d,J=8.0Hz), 7.40(11, dd, J= 
7.8,4.8Hz), 7.71(2H,d,J=8.0Hz), 8. 76-8. 87 OH, m) , 
8. 65-8. 75(lfl,m) 

*ft^«©4ll8ft*fll*tt3- (4-*^;i^>y>f 

;w -2-tfu^>*;p#>»*^^75y7-feh7 so 
ofc. 

IS3Tfe»nm«I, THF (3 0ml) , * (3 
0ml) tmmm (20ml) ittn 

v&zmzr, ph9-iok:s«u wif^a 
*;i/^;v^^-N-^^;i/-3- (4-*y/w*>*/ 40 

<iM - 2 - K y P«KNM«« 
(3. 2g) fcUCfffc. 
NMR (2 0 0MHz, CDC Is) p pm : 2. 43(3H, 
s), 3.16(3HX2/5,s), 3. 17(3HX3/5, s), 4.14(2H,m), 7. 
28(2H,d,J=8.0Hz), 7.35-7.50(lH,n>, 7. 70(2H, d, J=8. 0 
Hz), 7.79(lHX2/5,dd,J=7.8,1.6Hz), 7.880HX3/5, dd, J 
=7. 8,1. 6Hz), 8. 61(lHX2/5,dd, J=5.0,1.6Hz), 8.750HX 
3/5, dd,J=5.0, 1.6Hz), 9. 520JE3/5, m). 9.88(lflX2/5, 
m) 

[0 15 9] Xg5 50 
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Ii4T#Sn&ftftft (3. Og) , h;VX> (6 0 
ml) tl, t-VJVMi'irn [5. 4. 0) -7- 
tf>x"fe> (0. 3ml) OS^«&S«TF3 0»Ria 

*i*x^;px— r^Tifc#U 7, 8-^kKn-7- 
5 - (4-^^7xr;W -8-:**v-6 
-truK (3, 4 -to bru$?>*ju#*^7;i^t h 
£SSJt£g|& (1. 9 8g) tisxntt. 

Wi& 2 8 2-2 8 413 (THF-^fyyD^X-f 

;i^s»BB) 

NMR (2 0 0MHz, CDCla) ppm:2.48(3H, 
s), 3.95(3H,s), 7.24(2H,d, J=8.0Hz), 7.36(2H, d, J=8. 
0Hz), 7.53(lH,dd,J=8.2,4.4Hz), 7. 68(lH,dd, J=8.2,l. 
6Hz), 9.01(lH,dd, J=4. 4, 1. 6Hz) , 9.61(lH,s) 

xm6 

Ii5Tf &nfcfcft» (1. Og), 0. 2 5N-N 
aOH (2 0ml) t 2 - 2 - zfart/ -)V 

(2 0ml) (DMSmz, 0T:TW*L&#S»T>;9 
>K*U*A (0. 6g) £*D;i* 3 

1) ^JDA, 10^«»lfco ftUttJBtt*5&IU 
5ME!CWa»ftlDAT, pH2MIlfc. 
MEttHU ±l2^S{fc^fe (1. lg) 

[0 16 0] MJBfcl 1 
(1 0 0 0ft) 

10. Og 

an 6 o . o g 

3->X*-^ 3 5. Og 

V99>> 3. Og 

Xf7'J>iTW^A 2. Og 

©S-&«|&1 0XWf>*HiM^ lmm^r> 
ao«*aLTiHJMfcU 4 0t:Ttt«»u BtfSjfib 

\z&z>mmmz&zm&xzi-Tj >?\sit. 

[0 16 1] SSO^O 2 

M(iooo&) 

HJfi«i<ofl:^» i o. og 

at! 7 0. 0 g 

n~>X^-^ 5 0. 0 g 

^ISttx>y> 7. Og 

XfTU^ny^A 3. Og 

*>m i t# en&fl:^« t x^7 u >wmf*^9A 
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(si) int. ci. 6 w&mn ifp&m&i fi ft**RWJr 

C 0 7 D 471/04 1 0 2 

1 1 3 
12 0 

495/04 1 0 5 A 

513/04 3 4 3 

//(CO 7D 401/04 
213:16 
215:54) 
(CO 7D 409/04 
217:22 
333:10) 



<33)«Bfc£»H 
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